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(54)Title: QUINOLINE DERIVATIVES AND QUINAZOLINE DERIVATIVES 
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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical ly acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (1), X and Z 
represent each CH or N; R 1 * 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 * 8 represent each H, halogeno, alky), 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 * 8 do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R M represents alkyl, alkenyl, alkynyl oraralkyl. 
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u 
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teC„7;lO*->SI;:£Dl&£nTV>T ! fe e fc^) (CH,) q-R" (q 
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- (CH,) p-0-£^U #£L<te. R !l ^E^CM7;U3^->g^^L. 
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ttosfctei .©Sft&«u R ,J «/Npy>m^-. c,7;Mf;i/**fcttc,..7;u 
u^->S»cj;0«tt$*iT^T i b«fc^7x-;i/S, trusts, ^7tti^-7^;u 

X^CHSfettNSai/, 

R 2, * e kZ>'R"(D^-rn^-^75^fi^CM7;H3 + xg^^L, i^^IR" 
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R"^R J '- (CH.) p-0-£3EU 

R'\ R"^cfc^R 2, ^7K^^^^L, 
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R"*t*R"- (CH.) p-Q-*£U 
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' -X3MU£U7. 

N-[2-^Dn-4-((6-^h + y-7-[3- (1H-1, 2, 3 - h 
VT*J-)l- 1-1 )l) 7*n^y]-4-tt 1 /U^;H ^y)7i-JP]- 
N' -JLJ-)V0UT, 

N-[2-^DD-4-( { 6 7 -[2- U-j^l/fcf^iV) 
Xh + y]-4-^t 1 /UZJH t+y)7x-;P]-N' -X^;U7U7. 

N- (2 □□- 4 - {[6-*h*->-7- (2- : EM l j;ih + y) 

- 4 -^^-yjx;u]^-=^f>} 7x-;W - N ' -I^WI/J, 

N- (2-0DD-4- {[6-*h*^-7- (S-^^Uyyo^^i/) 
-4 -*j-V ] )-)l]**cis) 7i-^) — N ' -I^7U7. 

N-[2-^DD-4-( { 6-* h*:/-7-[2- (y^W$;) Xh 
+ y]-4-+t , ;iJx;H t+y)7x-Jl']-N' -X3MI/7 l/7. 

N-[2-^DO-4-( { 6 h + 7 -[2 - (1H- l -- f S^'/'J 
;U) i^y]-4-+t , y , J-JH ^y)7xzjb]-N' - y'n t?;U7 V7 . 

N-[2-i70D-4-( (6-^h + y-7-[2- (lH-l, 2, 3 - h 
*)7V~)V- l --r;U) lh*y]-4-^t l /'JXJH ^+>-)7xXJl/]-N 
' -7Dt:;U7U7, 
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N-[2 -?cm-4 -( {6-y h*is- 7 -[3 - (1 H- 1, 2, 3 - h 

N- (2-^DD-4- {[e-^h + v-?- (3 -^TfrU y 7*D#*v) 

N-[2-i7DD-4-( {6-y 7 -[2- (y7W$y) Xh 

^->]-4-4 1 ^- 4 / l Jx;i/} 7 xX;U]-N" -■fo^jiouT, 

N-[2-70D-4-( { 6 -y 7 -[2 - ( 1 H- 1 S^VU 

JU) Ih^y]-4-+t , /U-JH ^^5y)7x-;|/]-N' -^;y"5l/7. 

N-[2-^DD-4-( {6-*h*«>-7-[2- (1H-1, 2, 3~h 
'J7V-JI'- 1 — f JU) Xh + y]-4-^t l / l Jn;H t+->)7i-JH-N 

N-[2-£on-4-( {6-y h*->- 7-[3- (1H-1, 2, 3 - h 
VJV-fr- \-4)V) 7"o#^v]-4-^±yUn;H t+y)7i-^]- 
N ' -^'5 1 ;U0l/7, 

N-[2-^DD-4-( { 6 -y h*->- 7 -[2 - (4 -y^l/t^^f/V) 
Xh^->]-4-^^- , /'J-;i'} ^i/)7i^]-N' -^;u^U7, 

N — (2-^OD-4- {[6-^h + ->-7- (2-WJyxh^y) 
-4-^±VUxi;U]^- + ^} 7x-;U) -N' -7*^7 1^7, 

N — (2-7DD-4- |[6-^h + y-7- (3 -^;U^U 7 7°0^ + -» 

7ilW — N * -75 1 ;i/'7l/7. 

N-[2 -70D-4 -( (6-^h*y-7-[2 - (y^W5;) X h 
^^]-4-+±VUXJl/} ^+->)7i^]-N' -7*5 1 ;U r 7l/7> &cktf 

N-[2-7DO-4-( {6 -y h + ->- 7 -[2 - (y/WS;) IF 

*->]-4-^/ u;n ^+->)7xxju]-n' -7 r Ptf;i/'7i/7. 

13. N- {2-7DO-4 - t(6. 7-~>*y h^^-4- + 7 'J )V) 
7i-JH — N ' -7'Dtf;U'7I/7, 

5 1. N-(2-700-4-{[6-y h=^>- 7- ( 2 -tJU* U y X h * >/) 
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-4- + y«J;U] 7i-iW -N ' - (2, 4-S?7**D7xZJW 

7U7, 

62. N — { 2 -2 □□- 4 - [(6, 7-5?* K*->- 4 -*^»/U ^+ 
->] 7i-JW - N ' -ZfU\i)VOU7. 

7 6. N — { 2 -£DD-4-[ (6, 7-v* h^v- 4 -+^V/'J-;W * 
+ ->]7i-iH — N ' -3L?)\,VU7* 

117. N-{2-*no-4- [(6, 7-v* b*i/-4-*i-V , J-M ■* 

7I-JH-N' -*^;u£i/7. 

119. N- (2-?DD- 4- {[6-* h*->- 7 -(3 -^Jfc'J / 7*Dsj? 
^~>)-4-+^- 4 /U-;H 7i-JI/) -N ' -yPtfJU«7U7. 

135. N- (2-^PO-4- {[6 -* h*->- 7 - ( 3 - tf ^ 'J iV ZfU 
#=^» -4-*^- % /'J-JU]*4 1 *>} 7x~;b) — N' -'7*Dtf;P'i7U7, 

142. N — (2-^no-4- {[6-* h*->-7- 

-» -4-4 l >"J^]**->} 7i^) -N' -TWjl^l^ 

143. N — (2-*no-4- {[6-*h*->-7- 

-» -4-+; | j;Ht+y) 7x-;u) -n' -7 , otf;i/^i/7. 

144. N — (2-^on-4- {[6-^h^^-7- (2- ; EWj;ih 

-4-^y u^pi-*^} 7nM -n' 

145. N-[2-7DP-4-(6-* h + »>-7- {[2- (1H-1. 2, 

3-hU7»/-;u-i— r;w xh*^]-4-*/u;n ^->)7i-j^- 

n* -7ne;P , 7U'7, 

146. N-[2-^DO-4- (7 - {[2 - ( 1 H - 1 5 ^/'J ;W Xh 

+->]-6-^ K+->-4-+yj;i'} ^y)7i^]-N' -7*Dtfju£u 

7. 

148. N- [2-?ao-4- (6-/h*->-7- {[2- (4-^^;i/fcT^ 

7-y;) i h*y] -4- + /'j;H 7i-M - N' -7omi/ 

7, 

149. N- (2 4 - {[7- (2-tKD+yIh*y) -6-* 
h + y-4-^yUJ^y) 7x-;i/) — N' -7nWI/7. 
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15 1. N — (2-7DO-4- {[6-*h*ris-7 - (3 -^P* }) J 7*D 

- a-* J u;w]***» 7x-;i/) — n' -^□tr;i/^U7, 

152. N-[2 -7 □□- 4 - (6 - * h*->- 7 - {[3- (4-^5 t ;Pt^ 
5yV) 7*D#*v']-4-*7 'J;H **5/) 7x-;i/]-N' -^Dt^^U 
7> 

153. N-[2 -7 □□- 4 - (6-*h*->-7- {[3- (1H-1, 2. 
3 - h'J 77-^-1 -<)V) ^D#*->]-4- + >/U;H t*-»' 7x-jP] 

-N* -7 , otr;u^u7. 

157. N- {2-7on-4-[(7-{3-[ (2-k Hn+J/X^W 
— N' -7"afc?;H7U7. 

159. N- {2-£nn-4-[(6-* h + ->- 7 - {[5- (1H- 1. 2, 

3 - hU7V-;i'- 1 —f ^>^;i/]^"^->} -4-*/y;w t*y]7i 

x;H -N' 

160. N-[2-7DO-4- (7- {[4- (lH-l--f$yyjJW 7 K 
+ y]-6-^h^y-4-^y'J;K 7xX;i/]-N' -7"ofcf;|/7l/ 
7, 

162. N- (2-7DCI-4- {[6-/K + V-7- (2-Wj;xh 

-4-^^ , / , J^;U]^-^"» 7xx;u) -n" - (2. 4->'7;^d 

7x-JU) 7U7> 

163. N- (2-7DD-4- l[6-^h + ->-7- ( 3 -•t^ft'J / 7*D 
-4-*7^/»Jx;P]:j-*x) 7xXJU) — N ' - (2, 4-z?7)V* 

164. N-[2-7aa-4- (6-*h*x-7- {[3- (4-/^1/^^ 
7y/) 7*a 4 -*7-VUXJ|,} 7xx;i/]-N' - (2, 4 

165. N- {2-7cm-4-[ (7 - {3-[ (2- 1 Ka + yl^) 
75;]7a^y) -6-;* h^-4-^VJxjU) t+ypn 

— N ' - (2, 4-y7M07x~W 7U7. 
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168. N— (2-2DD-4- {[6~7h*7-7- 

#*7) -4-*y>))\>)**'» 7x-;i/) -N* - (2, 4-77;U*n7 

x-;u) 71/7, 

169. N- (2 -70D-4- {[6-7h*7-7- O-tl'JyW^ 
7) -4-*7 U;V]*+->} 7x-;P) -N' - (2, 4-y7MD7x- 
;U) 71/7, 

170. N-[2 -70D-4 - (6-7h*7-7- {[2- (1H-1, 2. 3- 
l> 1 -4M X> + y]-4- + /'JJH #*7) 7x-;P]-N' 
- (2, 4-y7Mo7x-;W 7 77, 

184. N-(2-7on-4 - {[6-7h*7-7- ( 3 - tM'J -77 7°d# 
*7) -4-^^- , /U^;i'] **7} 7x~;l/) — N ' -*?)VV\s7 

185. N — (2-7DD-4 - {[6-7h*7-7- ( 3 - tT^'J 77 7*n# 

*7) -4-*^-'7U-;u] **7} 7x~;U) -N' -X^;P7U7, 

186. N-(2-7DO-4-{[6-^ h*7- 7 - (4-fc7J7;M h*7) 

-4-*7U;KI **7} 7x-;u) -n 1 - (2, 4-77;M-o7x~;i/) 

71^7. 

* — 
■ 

62. N- {2-7PD-4- [(6. 7 - 77 h + 7- 4 -*:f-7'J 

7] 7x-;H — N* -7atr^7 77, 

142. N — (2-700-4- {[6-7 h*7- 7 - (3-fc7J7;Mh* 

7) -4-*7 7x-;i/) -n' -7ntr;u7 77, 

169. N- (2-70P-4- {[6-7h*7-7- (3-t?U7;Mb* 
7) -4- + /"JJ^-» 7x~;l/) — N ' - (2, 4-77;M"D7x- 
;P) 7 77o 
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*^BjtCcfcs^^«. ttzzttfrt 
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£«fcoT§SiiT#5. m?L\Z. 4-*7UU*J U>R*#li, Org. Synth. Col. V 
ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983)£fcteW098/47873l::fEffc£ 

J. Am. Chem. Soc.,_68, 1299 (1946), J. Am. Chem. Soc, 68, 1305 (19 

46) \z ism £ n 5 i o t «k o T^-r s c <t #t # 5 . 

;UA75 H£K££l*X**V'n (!S£09 3 4#{jg), (2) 

h;UX>*fctt^^*7>*«l«tLTffifflbT^->JaftU>0#«ET4- + 

*s«fcrXDMF-^^^y-JP©«k"5 & ©#£TT£j5fc-r 5 ©#—*jfi9T * 5 c 

>ftEJ£tt*?- V p t S'ttMfc U > £ fcinSfc-T 5 E <h lick 0 SWfct" 5 

©#HRWT*-5. £©*§£, *^-\/U>«l*#©Rrt?tt^«kV>fc«)C»ttE©jK 

wx^i-v o ymm^mmzm^TL^KKJt^^LTji^z t^^fzo 

(2) t*5^Ttth;i'X>Sfc»±x;U*7>©#*ETT?S^**^i6|-rSfc*. 

(#JAteXN-V*3\M^A7S H) (09*.«ZlC«{t^7 

ens. 75 y 7xy-;nc*f L&g (flUjfTKsiHW-Hj^A) 
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\zmmi>tz4->7 dd^!/u >s§£#&s w*rais-f s+^i/u 

(03i£#l3 7* J; #3 8#M). £©£j&Tii*£j&©7 X y-;i/^:fe J:tf4- 
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5It^Tf5 (IilA). 
f5^tt)T#2> (IH IB), 

mmw (o=c=n-r") t^ffl^-ti- di2), mxtt* xmiti-bv 

^A) 0#aTii^^7;WW^J (R 1 °H a 1 ) ^{^$#-5 (Ii3) 

tzcfco^ (i) <Dit&®$:mm-?£z>. 

R'£cfctfR ,0 «U R'*5J;^/^fc«R' 0 ^7K^M^T*S7l/7^^ 
Ki&g TMJiffc^MJ^A) #£T, ^&7;WHt£iJ (R'H a 1, 

R"H a 1 ) *ftm2&Z>Zt\Z£-oTbmAT'$Z> CDg 5 7 ). 

R'*5«}:lX/'Sfc«R ,0 ^7K^II^T^S7l^7^^fi, 7n+-A 1 (Cfct^T 

mmmz, ^<D^m\z^x^^'>7i--bmm^ifm^^^\ $>z>wt 

£g hVJL^)\,7$>) (DWtEThVKT.VymiQmzffimUyjUZ- 

JlT^y (R"NH 2 . R"R"NH) ZKmZ^Z Z. t\Z J; DMiiTr#-5 CDS4 
£<fcr>'6). 
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£ fls/B $ ■& 3 d £ K «fc 0 = h o £ £ * AT? £ -5 . 

»&nfcfif »fl£Jc:4>»0^fttfi£tW 7 ->7±- hRlfli (0 = C = N - R") 
*0UH£1*3>&\ *S h U **y>8J3f*K:9*S»S75 >£fcte7;W!/7 
5> (R"NHj) £f1UB£i*S;i£K:,k9£U7S#££/rt'#5. 

^-c, u >m±<D7&(D7mm<D&mm (po sigtsu mgo^ft 

TJ\n>f>it7)V*)\> (R B *Hal, R B * ttR a a*7;io*S/gTi&S£#©7 

>5R©7(U:»c7;^+^s*wr**s©^'&«*ii!igT#s. 

m.Soc M 1945,67J36«K:Ei&©#&jCt£^TffligT'#S. 

n&s^ cffl ^ 5 7 ;p □ - ;ng»<*: ttmffi * nx v» s * 5 v» «j.Antibiot.(i 

993),46(1),^ Ann.Pharm.Fr.1977,35,503^ KliEi&<Z)#£ IdftoT « ifiT S 5 . 
^7'J >SH©7ftC4#£0Bift;g£^T5«£#tt. **-A4CftoT« 
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2 -75 J -£M.%&XZ7-)V&mmt> J.Med.Chem.l977,20,146^tCl2*c© 

A) <D&&Ts MXl£i?*?)\smmz£r)3LX^MtLtc'&, - bn&£mz.tf 
HcfcO 3ItcT 5 £ £ £ J: 9 §2 jiT £ 5 . 

^©^fej3^v^#bnfciji^(c-f vi/y-y- vmmw (o=c=n-r m ) 

S> (R^NH,) £ftffl£i*£;:£KJ;9£]/7$#££/r?#<5> B 

*UT, *^/U>§i±©7ft07j<&g©&Igg (PG) £B££U tgSCD^ 
&TFJ\u>?>ti:7)V*)l (R"' Hal. R a " (iR'W^n^ylTr^Stf O 
7 )V^r )VU^U-f) ZttmZlkZ>Z\t\z£r)^ $>ZWt7)\<3-)^mfo (R 
!! 'OH) Z / £%HD%& (09* tf. ftSSJSO fCJ:t)M$-&^^<!:(C«fcO, 

>m<D7 mz7)\s3*i/mzm?z*m<D{t£®)$:Mm-vzz>. 

V'J >5H© 6 ftlc#£©M&g£W-f 5tj§g#«. lii%%iMtLT 3 - k 

mm 4 #m) . 

ascular endothelial growth factor) T$!)l& L <h # ICS d 3 M A P K (mitogen-acti 
vated protein kinase) ©S1±fl:£IE#-f S (ggttKfll 1 43«ktf2#flR). 
&8IIJft ^VEGF TJW»T 5 £ S£#T»tt © > ?i-)V&M% «fc 0 M A P K 
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feitStls U>»^fc**lfcMAPKO±#3&JB«)6n4 (Abedi,H. and Zachary, I., 
J.Biol.Chem., 272, 15442-15451(1997)). MA P K<D%m\:\$ti!L'g%j£.\Z&tf 5&1 
mnBLMU<DmmzmW£®M*& : D Z. tUfitobtlTKZ. (Merenmies, J. et al., 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 

8,4-25(1997)). «oT*5l«K:J:5fl:^*ttJfc*iffe»«f^fflft*r*. 

%<D&fetW< fe^lriTvi5(Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)). HJoT, tiffed; 

its mm. msim&mm&* *ttw*u Tfo-Atiiwi, 

lot, #^lCcfc3<fc£tl«> £ft£&#L£*J£, Sfe±ttC*#Kfl5nT^ 

£T£#. M&S4-) ©fr>Ttt*»0«*KttT, t hfcitf t 

oi«i:fi4t5i:i#T#5. lot. *»WfcJ:*fcStt**aWJ#£T* 
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cnso*a«!?wtt» anfffl^6nTv»5Rjg3W, juigai. ^aa. m-mi 

Tsas* { « a*^ffliKft*o. 5~5osa%. #*L<a, 1-2011% 
e*®«^njci;Tai:ft«sn*^ 0H*.«o. i~ioomg/kg, 

L<tel~5 Omg/k g^lEHT^O, ZinSlBllsIS^i&lHlCtfttTg^ 

OmJUSriiffiStf. 0t^>S!l&«:4-r*c:i:t«kDIIJl*J»*Wl3«ia 
$ * S d £ #T * -5 . tt # > JW ©«SK»«4 WIH» te# > ® a wee 
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^T*%BJ^TI2fy{Cck 0 RETS**, #BEtt£n & KIR£SftS fcOTtt 

gjlgfly : 2-»PD-4- [(6, 7 -vpC h^->-4-^y U JU) ^->] 7 
-U > 

y/fHW^yH (10ml) C**<fc^- h 'J £A (60w%, 0. 72 
g) fcUnit. 5 0tT3 0^)IMISt:U 4-75;-3-i7DD7i7- 
JMfi&tt (1- 6 1 g) &2n*MTl 0#li#Lfc. £fc4-£nn-6. 7 
-y^^y+y'J> (1. OOg) SiPAl 0 0T3T— Hft«#L;fc. EJ6«lc 
TK^iDA^nD^AtfttfflLfc^, £OD*;i>A«£ffi?n4fcK7k*^HJ£A 
rtBiTCiffcfrU. fc#«*HJ£AT«ttLfc. «EET»ttE*S*l,Ti»&*l 

9g, JR^6 0 %T#fc. 

•H-NMR (CDCh, 4 0 0MHz) : 54. 05 (s, 3H). 4. 05 
(s, 3H), 4. 08 (s. 2H). 6. 44 (d, J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3-6. 9 6 (m. 1H), 7. 15 
(d, J = 2. 7Hz, 1H). 7. 41 (s, 1H), 7. 54 (s, 1H). 8. 

4 8 (d. J = 5. 1 Hz, 1H) 

mmm2:4-[(6, 7 -v/ h^->-4-^/ u;u) -2, 3-y* 

S^^JUUtf+S'K (10ml) CzKSHfc^hU^A (6 Owl 0. 7 2 
g) £J0tL 5 0t)T-3 0»iMI:U 4-7S/-2, 3- 5?* ^1*7 

(i. 5 5g) SMSfiTio»ftj$i/fc. *i:4-i'DD- 

6, 7 -v* h*->*/"U> (1. 0 0 g) fcJJO*. 1 0 01CT— £ 
Jfcflfc iCzkfciJD** □ 0*;PATJ6ttl $ □ □*;PAJB*fiSfP^K*^ h 
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0. 94g, ff 65 %T'mtZo 

'H-NMR (CDC 1 j, 4 0 0 MHz) : 6 2. 07 (s. 3H), 2. 15 (s, 
3H), 3. 62 (s, 2H), 4. 05 (s. 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H), 6. 64 (d. J = 8. 5Hz, 1H), 6. 
83 (d, J = 8. 5Hz, 1H), 7. 42 (s, 1H). 7. 64 (s. 1H), 
8. 4 2 (d, J = 5. 4Hz, 1 H) 

: 4- [(6, 7 -ypt h**/- 4-*r J V )],) **is]-2. 5-5?* 

v^^;U7s;i/^+->H (lOral) tCTK^fb^-hU^A (60w%, 0. 36 
g) £iD;L. 5 0tT3 0»lj$iiiSI:L 4-75 7-2. 5-^*5^7 
x7-;Ml. 2 3g) ^iDA^T'l OM#L>t. #£4-£DD-6, 7 

-v^h+->+yu> (i. oog) €:1jda i o otT-Mtti/t, fcmmz 

^□n*;UA/'7-lih> (1/1) TM^-rSv-U^y^^DT 1-7* 

mmWH : 3, 5 - aa-4 - [(6. 7 - h^f>- 4 ;i/) 
->] 7-'J> 

f/7^;U7s;i/*+^K (10ml) tC7K^t^- h 'J >7A (6 0w%, 0. 3 6 
g) £iD;L. 5 0tT"3 Oft 4-757-2. 6-->*7DD7 

x7-;i/ (1. 5 9 g) £iO;L^£T'l 0#»Lfc. &K4-£od- 6. 7 
-y/h+y+;U> (1. OOg) %m7Ll 0 0*CT-M^L?t. RfcteC 
7k£Ja;t7 □ P*;UATttiti 7 a □ *;UAJl£g&*n;^7k?i?^ h V "7 A 

7fcjg$!T&#U ilTKfig^^-hU^AT^L/i. $ET?§!!g£g£ LT^btl 
7an*^A/7-feh> (1/1) T"S^1--5->'J^y;i/7D-7 h7' 
v7^-H=fc9MU Hli<7Mfc£$£0. 35g, iK^2 2%T#/i. 
'H-NMR (CDC I., 400 MHz): 53. 84 (s. 2H). 4. 05 
(s. 3H). 4. 08 (s. 3H). 6. 28 (d. J = 5. 4Hz. 1 H). 6. 
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74 (s, 2H), 7. 43 (s, 1H), 7. 64 (s. 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

am*] 5 : 4- [(6, 7-y^h^>-4-4y'JJI/) - 2 -X hD7 

X'J > 

vy^UTJl^+xF (15ml) IZTK^t^ h U £ A (60wX, 0. 54 
g) £J)D*. 7 0*CT3 OSHMfftJSJlKU 4 -757- 3 -Zh07x/- 
;i/ (2. 0 7g) SMilTlO^Lfc. *l:4-^DD-6, 7-v* 
h*->*/'J> (1. 5 0g) £J0*1 0 0 < CT4B#M^Lfe. KJKftH** 

?pp*;kA/7-feh> (1/1) TIMt^y'JAWoYh^? 
W - £ =k D fit®! U *i©ft*ft* 0 . 5 3g, «|2 3%Wc. 
gBfff]6 : 1- [2-757-4 - (^>y;M-3=-» -5-* h^->7xlM 

-i-x^y > 

1- (4-kKn+y-3-/ h + ->7x-JH - 1 -x^y > (20g), js* 
&#'J£A (1 8. 3 g). 3£ffcx h7-n-"7'3 L ;i'7> ; E:X£A (4. 4 5 g), 
'Oyj^D; H (17. 3ml) £N. N->7fMM7 5 H (3 0 0m 
1) lcigfl¥L 1 0 OTJTlWIHfilfcl/fc. *JET»J«SS3cL. »6nfc3S*C 

«EETSti*gsLT^&nfcas. gsra (12. 4 7m n zmwt (1 2 

0ml) fci&SU MT2P#|HJE*l/&. CCICTtKBI^ h U^A*»«* 
lDx.+ttK:LJt&. ^DPtf^AttHiU ^□□*;UAHSfiEi6^-h'J^ATe 
«Lfc. #13, «JET*«t*«*LT#6nfc»**. X*/-;U (1 1 6 0m 

1), * (120ml) CSS&*J&>ttTiS#L,. igft^/tx^A (19. 2g). 
SIB (10 1. 7 g) ^riD*.. JjDS»aSS&3I^HLfc. t^HIU 
*)V&/*9 J-)V (3/1) TflcfrU »ETS«*&S*U 
*Kft:?- K 'J »>A***T7;U* 'JttfcL* □ o*;UAffltbi U £ p p*;uah 
fctfEK^HJtfA-C&filLfc. j*flET*tttt«3cbT»6tlfc»* £pp* 

;pA/»ttx^;i/ (l o/i) TSMTaxuayju^oT 1*^77 ^-izjco 
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»su mmoxts®* 2 4 . 95g, m7 7% (3x777') mit. 

'H-NMR (CDC 1 j, 4 0 0MHz) : 6 2. 51 (s, 3H),3. 84 (s, 
3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

fflififl!l7 : 7- (1> 9 J)),tt s y) -6-^h^->-l, 4-^bHD-4-t 

1- [2-757-4- (^>vUM-*-» -5-/h + x7iZM - 1 - 
X_^y> (24. 95 g) i&fh7bF077> (450ml) CjgfllU ^ h 
U^A^h + vF (24. 87g) £JD*.^2ST 1 ttlR)flE#ft. fSxf;H7x 
(3 7. 0 7ml) «Al^MT2l«IHHffftt, 7j< (1 5 0ml) £JnA 1 
M#bfc. 0*CfcT»ttK£ilO*.pH4K:U #£JnA£ □ □ *;UAJfc£ij U 
^7 o □ A /l h 'J £AT$fcj»Lfc. »ET«ME***LT»6tlfc» 

^op*;i/A/^^y-;i/ (io/i) TSPBTs^'j^y^PTh^ 

7 74-KlckD**«!U «BOfliWl7. 16g, JR*6 6XT»fc. 
'H-NMR (DMSO-cU, 4 0 OMHz) : 5 3. 84 (s, 3H),5. 1 
9 (s,2H), 5. 97 (d, J = 7. 1Hz. 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m, 6H), 7. 78 (d. J = 7. 3Hz, 1H), 11. 
50-11. 75 (br. 1H) 

ggjggHS : 7- (£^>S£2kjl±ilj - 4 □□- 6 h^v^y 'J > 

7- COvJl/^+v') -6-/h + ->-l. 4-v?k Ko-4-*/'jy > 
(17. 1 6 g) tC^v^b'J > (1 4. 19ml) *SDA, in£*M^£ 1 W 

A/7-kh> (10/1) ■vmMt%i'VJ37)\'i7nvh</y7<(-lz£0ftm 
U »H0ffc'& < to£3. 82g, iR$2 1XT#fc. 

'H-NMR (CDCl,,400MHz):(54. 06 (s. 3H),5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m. 8H), 8. 56 (d, J=4. 9Hz. 1 H) 

mmm 9 4 - {[7 - (^>v;i/^-» - 6-7 h^f>-4-^y u;u] 



WO 00/43366 PCT/JPOO/00255 

- 34 - 

->} -2, 5-y^^;U7-'J> 

^^Ml^l/Tft+vK (2 5ml) iZymiti-bVOA (6 0w%, 1. 17 
g) SSnA. 6 0t:T3 OftiftfM&^&KL*:. &C4-7S/-2, 5-x* 
^71/-^ (4. OOg) £JDA^&T1 0#jg#&. 7- K>v;M"* 
-» -4-^PD-6-^h + ->+;U> (4. 3 6g) 2 2mm® 

mm<D^^S. 04g. 1R¥5 2%T*#£. 

'H-NMR (CDC 1,, 400 MHz): <52. 05 (s, 3H), 2. 16 
(s, 3H). 3. 58 (s. 2H), 4. 06 (s, 3H), 5. 32 (s, 2H). 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 
1H), 7. 2 8- 7. 4 2 (m, 3H), 7. 44 (s, 1H), 7. 49-7. 
54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d, J = 5. 1Hz. 1 H) 

mmfttirm (esi-ms, m/z).- 401 (m'+d 
mmn o : n- u- ([7- (^>^;i,^-^-» -6-^ h^^-4-^yj 

M ^->) -2. 5-/^^7x-^) — N ' - (2, 4-y7MD7i 
"7 1/7 

4- {[7 - {^>i?)l** : s) -6-* h*^-4-*/ -2, 
5 -*?*?-)),7— 'J > (3 0 0mg) £^DD*M (5ml) lcJS#Lfc&, 
2. 4-y7MD7x-JKVy7t-h (2 0 0 ul) SrjJD*.. 7 OCfCT 
ll»Jft#Lfc. S^tt*. <7UU-fc)VJ±/T-tV> (7 5/2 5) TH^-r-S^ 
U*y;P^nTh^77^-fc«tO««L. £H©fc£*j£3 6 8mg, JRsps 
8%Tt#fc. 

'H-NMR (CDC 1j, 400 MHz): 6 2. 1 7 (s, 3H). 2. 2 6 (s, 
3H), 4. 06 (s. 3H), 5. 33 (s, 2H). 6. 29 (d,J = 5. 
1Hz. 1H), 6. 42 (s. 1H), 6. 7 6 - 6. 9 3 (m, 3H), 6. 7 
0 (s, 3H), 7. 3 0 - 7. 5 4 (m, 7H). 7. 60 (s, 1H), 8.. 0 
4-8. 12 (m. 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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gj|[l 1 : N- (4 - {[7 - (^>v;i/^-^-» - 6 h^->-4-^/ 'J 
JH ^-^->} -2, 5-y^^7i^) -N ' - (2 h*z/7x.-M 

4- {[7- (^>^;^^«» -6-* K*->-4-*y -2. 

5 -v^^J-'J > (3 0 Omg) £^cm*;|/A (5ml) 
2-/h=t ; y7i-MVy7t-h (0. 24ml) SrflP*., 7 0t:{CTl?ft 

i7DD*W7th> (7 5/2 5) TUPTf 5->U# 
h^^-fciOfSggU M<Dfc&tj£3 6 5mg, W.m8 9% 

'H-NMR (CDC 1,, 4 0 0MHz) : (5 2. 17 (s, 3H), 2. 28 (s, 
3H), 3. 83 (s, 3H), 4. 07 (s, 3H). 5. 33 (s, 2H), 6. 
26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m. 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m. 3H). 7. 46 
(s, 1H), 7. 5 0 - 7. 5 6 (m. 3H), 7. 61 (s, 1H), 8. 11 

-8. 16 (m, 1H). 8. 43 (d,J = 5. 4Hz, 1 H) 

gjgffJl 2 : 4- {[7- (^>v;i^*v) -6-* h^y-4-^;U^] ^~ 

^->} -2-^DQ7- l J> 

i/pWP7s;i/**f> H (3. 6ml) \Z7m<tj-hW2± (6 0w%. 320 

mg) SrjDA. 6 0t:T3 Ofr^^rUKLfc. #K4 -75 /- 3 

7i/-J« (7 2 Omg) £*!D;LgiSTl 0#®#&, 7- ('OvJU* 
-4-^PD-6-^K^->+y | J> (600mg) 1 0 5t: 

T"2 2B#r^^SJ^^H7K^*nA^oa^;i/A}a£±lL7t^. ^□□*JkkJi& 

£©3I31XU gl©f^«5 3 3mg, 1R¥6 6%T#£. 
'H-NMR (CDC I., 4 0 0MHz) : 64. 05 (s, 3H), 4. 08 (s. 
2H) 5. 32 (s, 2H), 6. 42 (d, J = 5. 1Hz. 1H), 6. 84 
(d, J=8. 5Hz, 1H), 6. 93 (dd, J = 2. 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J = 2. 4Hz. 1 H). 7. 2 9 - 7. 4 2 (m. 3H), 
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7. 44 (s. 1H). 7. 4 9 - 7. 5 3 (m. 2H), 7. 55 (s, 1H), 
8.4 5 (d, J = 5. 3Hz, 1 H) 

nmftVrfe (ES I -MS, m/z) : 4 9 7 (M'+l) 
agaS-W 1 3 : N- (4- {[7- (^>y;M-=fr>0 -6-* h^->-4-^7'J 
^->} -2-^DQ7x^) - N ' - (2, 4-v7;^D7x-;|/) 

4- {[7- (sOiSJlttzs) -6-* h*v-4-*/ U;i/| -2 
-^□□7^U> (2 6 Omg) ^^dd^A (1 Om 1) Citglfci, 2, 
4-v ? 7;U^D7x-;l/'ryx7^— h (19 8mg) €:iin^^iST2^jf^ 
££}££^Dn*;UA/7-ti h> (10/1) T:J1^"|"5 'J # □ 
•7 h^'yy^-iZJ:K)m§llL. ^lOMS;3 3 7mg. iR$9 4%Tllfc. 

'H-NMR (CDC 1 3, 4 0 0MHz) : 54. 0 4 (s , 3H). 5. 3 
2 (s. 2H), 6. 49 (d, J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m, 2H), 7. 2 2 -7. 2 8 (m. 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5- 7. 5 3 (m, 4H). 7. 96-8. 
04 (m, 1H). 8. 27 (d, J = 9. OHz, 1H), 8. 49 (d. J = 
5. 4Hz, 1 H) 

liMI (ESI-MS, ra/z): 5 6 2, 5 6 4 (M'+l) 
gjjjflll 4:N-{2-^aP-4-[(7-bKo4 1 v-6-^h^>--4-^ 
/JIM 7i-M — N ' - (2, 4-y7Ma7i-J^) frl/7 

N- (4- {[7- (^>v;u**-» -6-^ h+->-4-^yj;i/] ^-^-» 

- 2 -^D07iZW — N ' - (2. 4-y7MD7iUW 0 U7 (2 1 
5mg) 2:, y^fJWl'AJSK (11ml) KigfllU /l^v^Ap^ (2 

0ml) -fe^ hifa©L£. ig$£s£J£Tg£U 1 7 

4m g, »9 6%Tf#fc. 

'H-NMR (DMSO-d., 400 MHz): 53. 94 (s, 3H), 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m, 1H), 7. 18 
-7. 36 (m, 3H), 7. 4 4 - 7. 5 2 (m. 2H). 7. 95 (s, 1 H), 



WO 00/43366 



PCT/JPOO/00255 



- 37 - 

7. 98-8. 13 (m, 1H). 8. 23 (d. J = 9. 5Hz, 1H), 6. 
50 (d, J = 5. 1Hz, 1H), 8. 81 (s, 1H). 9. 31 (s. 1 H) 
Ki^tfil (ESI-MS. m/z): 47 2 (M'+l) 
SjaSfljlj : 4- U7 - (^>y;i/^-^-» - 6 - ;* h=frv- 4 -=W 'J jj/]^ 
-2, 3 -v^5 L ;i/7-'J> 
z^^^^XA^^v^ K (6ml) HTK^b^-hU^A (60wtX, 0. 32 
g) £JD;L. ^T'3 0^»bfc^, 4 -75/- 2. 3-y^f^7x/ 
-JK1. 1 Og) SriOA^fiT* 1 0#M«#Lfc. fr\Z7 - (1> s J)l-**ri/) 
-4-^no-6-^h+^y'J> (1. 2 0g) ^iDAl 1 0*CT6l$fBJ« 

*a£3i££» ^DD^i/A/7th> (6/i) TJRWf **>'j*y;p^D-7 h 

^57-f-»lJ:0t»«!L, *H0fc£tt£O. 78g, W4 9%TH&. 
'H-NMR (DMSO-d., 400MHz) 6 1. 8 7 (s, 3H), 1. 96 
(s, 3H), 3. 97 (s. 3H), 4. 78 (s, 2H), 5. 23 (s, 2H). 
6. 12 (d, J = 5. 3Hz, 1H), 6. 54 (d. J = 8. 4Hz, 1H). 
6. 69 (d. J = 8. 4Hz, 1H), 7. 27-7. 51 (m, 7H), 8. 
3 1 (d, J = 5. 3Hz, . 1H) 

m.T&m 1 6 : N - (4- {17- (^>¥2k*±k} -6-/ h4 1 '>-4-4 i y 

VMttzs) -2, 3-9*^)17 3L~)V) — N' - (2, 4-y7MQ7 

4- {[7- (^>vJM-*-» -6-/ h4 : ->-4- + /UJl']t+y| -2, 
3->?^^;i/7- 'J > (2 6 Omg) £N. N—/^fMM75 K (5ml) 
tJgtfLfcS^ 2. 4-^7MD7i-KV>'7t-h (121mg) &JD 

* * / — -MfciiK amu nm<Dit%v>)*2 1 9mg. irjp6 i%t*#7c 0 

'H-NMR (DMSO-d,, 4 0 0MHz) 51.99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d. J = 
5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m. 2H), 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 - 8. 0 8 (m, 1H). 8. 3 4- 8. 3 6 (m, 2H), 8. 
7 9 (s, 1H) 

jgjgff!)! 7 : 7- z? is) - 4 - (3-7MD-4--hD7xy 

-6-;* N*->*7'J> 

i7oa^y-\f> (3ml) l;7 - K>v>;M-*-» -4-^Dn-6-/h 

* ij>(3 0 Omg), 3-7MP-4--hP7x;-JK7 8 5mg) 

ji & m?mm. t -> ? a l fc. miet £ @£ t x% s nfcgi £ £ . 

^■tf^/WBlX^ (1/1) ■zmMtzmmi'VtltffrZv^ bify7s(- 
fCj:0*t§3U ^Htf>ft£#)£ 1 9 7mg> iK^4 7%Tl#fc. 
'H-NMR (DMSO-di, 4 0 0MHz) 5 3. 83 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d. J = 5. 1Hz. 1H), 7. 2 9 -7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 
Sgjgffill 8:4- (4-75/- 3 -7 )V3rU7 jL-^ri/) -6-*h*->-7 

7 - (^>->\H/:**-» -4- (3-7MD-4-^hP7i;4 : -» -6 
_^ H + ->+y U > (1 9 Omg) £N, N-y/fMil'A7S H (5ml ). 
h'JXfJl/7S> (lml) IC?§£?U zK^kA'^i/^A (4 Omg) SrinA. 

□ *;ua/*:?/-;1' (2 0/D -rfM^'f5^®>' l J*'7'*;Ui7o-7 h^?^ 

- Id «i: 9 sfitSS U I§©^M7 5mg, JR# 5 6 

"H-NMR (DMSO-d., 4 0 0MHz) 53. 87 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1 H), 6. 7 7 - 6. 8 0 (m. 
2H). 6. 9 3 - 6. 9 9 (m, 1 H), 7. 19 (s. 1 H), 7. 40 (s. 
1H), 8. 31 (d. J = 5. 1Hz. 1H), 10. 03 (s. 1 H) 
SSBgffill 9 : N- (2, 4-y7Ma7i^) -N' - {2-7JU:frn-4 
_ [(7 - FP^r-> - 6 h^->- 4 -*J*)M 7ilM 1^7 

4 _ (4-7$;-3-7Wa7i;+y) - 6 h*->- 7 - + 7U / 
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-)l (7 Omg) ZZnaftJlk (1 . 5ml), N, N-y/fMM7$ K 
(lml) lZ®mLtz'&. 2, 4-y7WD7izMV->7t-F (4 3m 
g) ^1IDAT^T3P#^ML^. Kfomztf M&Tfel&Z 

'H-NMR (DMSO-cU 4 0 0MHz) 63. 94 (s, 3H), 6. 47 
(d, J = 5. 1Hz. 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 

3 4 (m. 2H), 7. 4 7 (s, 1H), 8. 0 5-8. 15 (m, 2H), 8. 

30 (s, 1H), 8. 43 (d. J = 5. 1Hz, 1H), 8. 97-9. 03 
(m. 2H), 10. 10 (s , 1 H) 

m&mg 0 : 4 -» □□- 6 h*->- 7 U 7-;U 

7- ^yV)V-** : s) -4-^DD-6-* h + ->^yj> (1 0 Omg). 

^7-V-)V (3 0 0« 1), ^^>7sJ^>m (25w 1) 5h'j7Mo^ 

*>7Jl^>i! (lml) \Z\m\s3 O^liSTlSiLfc. MEETf£&£®£ 

^<hU7c. *§il£©§l3SxU ^moltS®)* 5 3mg, JR¥7 5%Tf#fe. 

•H-NMR (DMSO-de, 4 0 0MHz) : 6 3. 9 8 (s, 3H), 7. 3 

3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J=4. 9Hz, 1 H), 

8. 54 (d, J=4. 9Hz, 1H). 10. 37 (br. 1 H) 

M&m 2 1 :4-£DP-6-*K*->-7 - ( 2 - * h*:>X ^yj 

> 

6-* h*->- 7 - + / U (5 Omg), es&#'J£A (4 

Omg), 3^^bxh7-n-y^JU7> : E^^A Omg). 2 -zfu^^fr 
^J-)Vjl-t)V (4 Omg) £N, N->7fWA7SH (10ml) £?g 
g?L7 Ot;T'll!fe®#L£. MEET?§$£S£U f#<=>*l£S!£ iCggfD^^K^ 

^dd^> (6/2/D Tim->Uijy;^DTh^77^-!:ii)i 

§8U g^©-0;£^£4 7mg. M 7 4 %T#7c. 
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'H-NMR (CDCl,,4 0 0MHz): (5 3. 49 (s. 3H), 3. 8 8- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2-4. 3 5 (m, 2H), 
7. 35 (d. J=4. 9Hz, 1H), 7. 40 (s, 1H). 7. 43 (s, 
1H), 8. 5 7 (d, J = 4. 9Hz, 1 H) 

gjjii^J22 : 2-^aP-4-{[(6-/h4 : ->-7-(2-^h^>X^-» 
-4-3-yU;H**'>} 7-'J> 

^fSH^M^S'K (2ml) f^k^fft^HJ^A (6 0w%, 1 5 3mg) 
SUPtL.. 6 0CT3 0»«m»Cl/, 4-75y-3-^DD7i/-JH 
il(3 43mg) SMSfiTl 0*H*#Ufc. (2 
ml) C**Lfc4-^DD-6-^ b*is-7- + + * 

/U> (254mg) £*D*. 1 1 0tT-ttj$l//:. EtftttokSrilDA^D □ 

*;UA/7-feh> (7/3) -emWtZi'VjjyWuv h^77^-{Cct0*t 

'H-NMR (CDC U 4 0 0MHz) : 5 3. 49 (s, 3H), 3. 89 
-3. 91 (m. 2H). 4. 02 (s. 3H), 4. 09 (s, 2H), 4. 33 
-4. 35 (m. 2H), 6. 43 (d, J = 5. 4Hz. 1H), 6. 85 (d, 
J = 8. 5Hz, 1H), 6. 9 3 -6. 9 6 (m, 1H), 7. 15 (d. J = 
2. 7Hz, 1H), 7. 41 (s. 1H), 7. 52 (s. 1 H), 8. 47 (d. 
J = 5. 1Hz. 1H) 

rn.rn.m2 z ■. 2-200-4- [(6, h^*>-4-^vj-;^) 

->] 7-U > 

>?,*3\>lvUl'**vK (4 0ml) fc#*fltf-h 'J^A (6 0w%. 5. 8 0 
g) ZtiHTi. 6 OCT'3 0»ffi»SISfiCl/ft. ^lC4-75y-3-^OD7 
i;-JHEi (13. 0 5g) ^JOAmiST'l 0#®£N&> J. Am. Che 
m. S o c . , 6 8 , 1299 (1946). J. Am. Chem. Soc, 6. 
8., 1 3 0 5 (1 9 4 6) /j:i:lwlS«$n5«t73i«ffl¥St«fc-3T^d6Lfc^ 
□ D*^-»/'J>BHJM*:T6*. 4-£dd-6. 7-v* h + x^^ , /U> (8. 
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14g) fclDAfc. 1 1 0"CT3 OftmWLtcW:* fiJfctKfcTkfciDA* O ufr)V 

MtKSSK^- h- 'J 'JATgiiLt. MJ£Ti£$£g£ LTt# 6»nfcJS$ \Z * 9 J - 

*rtiiL&*§il£!R5l5*U Mi<ZMt£t>£9. 1 3 g, 

iK*p7 6%Ti#fc. 

'H-NMR (CDC 1,, 4 0 0MHz): 5 4. 0 5-4. 0 8 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, J = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, J = 2. 7Hz, 1H), 7. 32 (s. 1H), 

7. 5 2 (s. 1H), 8. 6 4 (s. 1 H) 
Mfl-ffiM (ES I -MS, m/z) : 33 2 (M'+l) 

§gieW2 4 : N-^>v;i^-N- (2, 4-y7MD7i->) 7 5. > 

2, 4-v7;^D7-iJ > (2. 3 7ml), ^>X7^ftH (2. 3 6m 
1) &®MVfz*? S-fr (4 6m 1 ) tai7^S/9A (5. 5 9 g) 
*©»K*3BA. I1T4 5$HW«#Lfc. *»T**<fc*^3!5^- h U 7 A (2. 
6 4g) SJDA. MTlPMMMtLfc. «EET8i*£SSU 7jc, »g&X5\>l> 

*jn;t«#u -fc^-r Hsaufc. w«a&rax3 t Ji'Tttaju ^K^^-h 

(3 0/1) TSWr5->'J*y;^n"7h^7 7^-JC«j:0»SaL, SliCDfb 
£®Z3. 0 4 g. iR^6 0 %T?#£. 

'H-NMR (CDC li, 4 0 0MHz) : 5 4. 3 4 (s, 2H), 6. 5 6 
-6. 8 2 (m, 3H). 7. 2 5 - 7. 3 8 (m. 5<H) 
Mj£M2 5 : tJ-fr 4- (^>-7;M-^r'» - 5- ^h^f>-2--ha^> 
Vx-h 

rtjBKtf>*5\rt/A'Xk-h(5 0 g). &&#'J7A (7 6g) £N, N-^*?- 
;^A75 H (2 0 0ml) C»#U ^{fc'OvJl/ (33ml) Sri 0#ri> 
ttTSTFU SST-lftl8*fLfc. ?K£2 0 Om 1 JlDA, Mx^TJfttfift. 
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om i &«ttfflie2 oomi ^jpa> 8i^wi»jt^t**ioAfe. $e>*i&B# 

$9 3%, 

'H-NMR (CDCh, 4 0 OMHz) : 3. 90 (s, 3H), 3. 98 (s, 3 
H), 5. 2 1 (s, 2H), 7. 08 (s, 1H), 7. 3 1-7. 45 (m. 5 
H), 7. 5 1 (s, 1H) 

«3gtfl9 2 6 : 7 - (^>y)U:t^-» -6-/Hr->-3. 4-ykFo-4- 

MTT*? : ;i' 4- (^>~>\>M-*-» -5-^ h4 1 ->-2-~hD^>V 
X-h (15. 0 g) &Bt£ (2 0 Om 1) 0c (©*) (1 3. 2 g) 

Sin*. 9 0&£T#*fiL immftLfz. '&*>tirzEK&<D@tt.Z±7-1 

this* 7jcT&#L£f£, W«fflSr«»^h'J^ATtt*U. #fC> W$*§£5i§ 
&»ETTi§J8&iS£U f#6ttfcS3&£*3#>:/Te;«U *3\>P 2-7 

S/-4- (OzsJlJT^is) -5-* h*S/^>\/X---h0fittfito£9. 5 
g»fc. JR^7 0%. 

f&etifc*^ 2-7$;-4- k>v;m-*^) - 5 h+^^>7 

X-h (6 5 Omg) £N, N-y/f;l/^7 5 K (1 5ml), 
(3m 1) C8#U *;UA7$ K (0. 4 6ml ). ?-h'J£A* h + ->K (3 
7 3mg) ZHiaX. 10 0£*T'#ifiU -M#L£:. *»*T»i|ltt** 1 

7K x-7^UTft$&JI3#>7Ttej»U «i©flS^«* 5 6 6mg*fc. JR 
$87%. 

'H-NMR (DMSO-ds 4 0 OMHz) :3. 88 (s. 3H), 5. 25 (s, 
2H), 7. 23 (s, 1H). 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1H), 12. 0 6 (b r, 1 H) 
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mmm2 7 7- (^>y;M-=fr*» -4 6 n^->4 i ^- , /u> 

7- ('OvMM'^v) -6-*H*->-3, Ho-4-+^-yijy 
> (4 0 0mg), y^V^Dtf;HW5> (0. 3ml) (3^^->Jg{bU> 
(5 1 5m 1 ) £jJ0;i> 2 OftfflMffiVtz. ^SK:&3J&, 1 0 %7jc^fc:l- h >J 

m<Ditn%)Z4 2 Omgttfc. iR¥9 9%. 

'H-NMR (CDCh, 4 0 0MHz) : 4. 08 (s, 3H), 5. 34 (s, 2 
H), 7. 35-7. 51 (m, 7H). 8. 86 (s, 1 H) 

mmm 2 8 : * )l 5- K>v;i/:j-^:» -4-;*h^:>-2-xhD^> 



rUIS©^^ 3-t Fo*->- 4 b^'>^>VX-h(l Og). 
<J£A (2 3g) £N, N-y/W^A75h' (50ml) £8#U fkit 
^>it)l (6. 5ml) ^lO^^TrlTL. ^iST*-lftjg#L£. 7*£20 

0ml in*.. g£&x^;i/T}fim&. ZZlz^mteizmft'ki&Tk&inz.mmJL^fr 

4gf#£. M^T. f#bft£li#7. 0 g £7 ^XU fCA4a, 7k?£TTTO 1 0 
Om 1 ££0^2 0 0ml £*0;i, 8i$P^#&lC7K&>bD*.;t. f#bn£EH* 
£3$U 7KT'+^^LX^>7'Ta^^ti-aHO^^&7. 9g*#£. 
JK^9 6%. 

'H-NMR (CDCh, 4 0 0MHz) : 3. 89 (s. 3H), 3. 96 (s. 3 
H), 5. 21 (s. 2H). 7. 15 (s, 1H), 7. 3 4 - 7. 4 5 (m, 6 
H) 

m&m2 9:6- (^>v;i^*-» -7-* h»->-3. 4-vhKD-4- 

tflTT^?^ 5- K>'>*;M-*i/) - 4- ^h + ->-2-XhD^> 1 / 
X- b (15. 8 g) £M (2 0 Om 1 ) ft (19*) (13. 9 g) 



WO 00/43366 



PCT/JPOO/00255 



- 44 - 

<£*SLfc. tt^T. £SnfcB#K:*nD#;PA. ;-fr&tax.WuM-£lk 
1 OX*Kft^-hU^A**«ftllDA.*»Lfc. £&fc£nn;fr;UATJfi 

&«ffiTT8»t€:iS£L. f*6ttfc»aESX2#>:7Tl£J*U 2-7 
5 7-5- (sOVlVtt's) -4-^h^y^> i /l-h©|lii^l0. 
4 g&fc. W7 3%. 

t#<=>nfcpWU 2 -75/- 5- (^>v\>M-*->) 
X- h (5. 0 g) *N. N-y/fWA7S H (15 0ml). 
(3 0ml) (Cig#?U *;UA75 H (3. 5ml). ^-MJ^A* h^Fvh* (2. 
8g) £fln;L. 1 OOgiTffiL. -M#L7c. ^StT^W^lOm 

I-f)l't^i^*>yTgiL, mMCDitSMZ 3 . 7g»fc. W76 

'H-NMR (DMSO-d., 4 0 0 MH z ) :3. 92 (s, 3H), 5. 21 (s. 
2H), 7. 16 (s. 1H), 7. 3 3 - 7. 4 9 (m, 5H). 7. 55 (s, 
1H). 7. 99 (s. 1H), 12. 06 (br. 1 H) 
ggjgff!)3 0:6- L^L>22k±£2) -4-^aa-7-7 h^^^:)-'/'J> 

6- <<*> -7-7 h*^- 3 , 4-ytKo-4-WJ/ 
> (3. 5 g), 5M7:/ntfJH^75> (1 1. 5ml) fct^4ft'J> 
(3. lml)&A0A. 2 0^ISl/t. tiSIC^i. 1 OXTKBEft^-h'J 
£AzK*g&£jD;L, ^DD^ATiUJ Lfc. #ttfi£filBt^- h 'J £ATtfc»U 

m<Dik&<Bs>& 2 . 9 gt#t. iR^7 2%. 

'H-NMR (CDCh, 4 0 OMH z ) : 4. 07 (s, 3H), 5. 32 (s, 2 
H), 7. 3 5 - 7. 5 3 (m, 7H). 8. 8 6 (s, 1 H) 
m&M3 1 : 4-{[7-(^>vJl/^-^-»-6-/h^->-4-^^-'/U-;i/3 
^-+^J - 2 -gDP7X'J> 
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7 - e05WaMr*» -4-0 6-* h*'>*7-yj> (3 0. 0 g) 
ifh^^W^-^A^P'J H (13. 9 g) *7"fe h> (4 0 0ml) 
CSIbSfl^l/fe. £2 0X#»fc^hy£A**ft(6 4ml) 

MLfc4-75;-3-^DD7i/-;Hl!lg (3 6. 0 g) ZmiJUbfz 

tC5Sffi©fb'&»* t 3 6. 6gf#bttfc. W9 0%. 

'H-NMR (DMSO-d6 ( 4 0 0MHz) : 5 3. 96 (s. 3H). 5. 
34 (s, 2H), 6. 86 (d. J = 8. 8Hz. 1H), 7. 00 (dd. J 
= 2. 7Hz, 8. 8Hz, 1H). 7. 22 (d, J = 2. 7Hz, 1 H), 7. 
3 5- 7. 5 4 (m, 7H), 8. 53 (s. 1 H) 

Sgjgffl3 2 : N- (4- {[7- (^>^^-^-» -6-* h*^- 4jz±±V 

u-ji/] ^-^^) -2-^aD7x-;u) - n 1 -ypbf;ufrU7 

4- {[7- (^>^?j-+v) -6-^ h + v-4-+^-VU-;P] 
-2-i7DD7-U> (12. 2g) §&&K0nn#^AK:ig#Lfc&. h'JX 
?\>U7S> (8. 4m I) £SsftIl,MT»#Lfc. ^Cl*^OD!|;M (1 
2ml) KMJ*X^*> (4. 5g) ^idLii^^CiTlfc. I?£T 2 0 
*HR#LfcS^ n-7'otf;i/7S> (4. 9ml) *ina.fc. b K 1 fl$ 

*H©{fc'&tt* < 9. 4 g*#bttfc. IR¥6 3%. 

'H-NMR (DMSO-d«, 4 0 0MHz): 6 0. 91 (t, 3 = 7. 3H 
z, 3H), 1. 4 4- 1. 5 0 (m, 2H). 3. 0 6 - 3. 0 9 (m. '2H). 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H). 
7. 23 (dd. J = 2. 7Hz. 9. 0Hz. 1H). 7. 3 7 - 7. 5 7 (m. 
9H). 8. 20 (d. J = 9. 3Hz. 1H). 8. 55 (s. 1 H) 
g>jjffiJ3 3:N-{2-?aa-4-[(7-bKD*v-6-/S^->-4-^ 
7-'/iJ 7x-iM -N' -7u\L)\,QU7 
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N — (4- {[7- (^>v;U^+-» - 6-* h^r->-4-^^-yj-^] * 
- 2-^DD7i^) — N' -^atf;^U7 (42. 2g) * h "J 7 

)varumm (200ml) \z®mvrz&s *?>z)i*>m a 1. imi) & 

&. »oftB*tti:^DD*M, Ji'fcinA. 1 o %7^miti- h U £ a 

*»fBET3lHiafflbfc. 7K^?rzim^T4 3 fD-r5(hSl^tlfitlUfco t#£*l£@ 

05{k-&tl20. 7 g#»&*lfc. (¥6 0%. 

'H-NMR (DMSO-ds. 400MHz):<50. 91 (t. J = 7. 3H 
z, 3H). 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1 H). 7. 03 (m, 1H). 7. 14 (d 
d. J = 2. 7Hz. 9. 0Hz. 1H). 7. 20 (s, 1 H), 7. 35 (d, 
J=2. 7Hz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J = 2. 7H 
z, 8. 8Hz, 1H), 8. 1 9 (s, 1 H) 
SHEW 3 4 : 6. h4->-4-^t'/o> 

2-757-3, 4-y/h + y?clfl^7 c ;i' (2 0. Og, 94. 8mm 
o 1 ) K#;UA75 K (15 0ml) £}JD*.T, 8. 5P#Pfll 6 OtCMUt. 
S^l^^lt. ?#e>ftfcttJK&* (100ml X2@) Tft^Ufc. 

ifc#LfcftJB£«ET&iSLTBtott«:l 7. 85g, P9 1. 5%T#£. 
'H-NMR (DMSO-do, 400MHz):<54. 01 (s, 3H), 4. 0 
2 (s, 3H), 7. 1 4 (s, 1H). 7. 34 (s , 1H), 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

gS?ifff)3 5 : 4 PD- 6 , 7 - is* h^x^'/'J > 

6, 7-y7b4 : y-4-Wo> (5 0. lg, 0. 2 4mo I) CX^ 
(2 5 Om 1 ) &Xttt* s sWcM > (2 5 Om 1 =4 1 2. 5g, 2. 
6 9 mo 1) fcJjDATl 2 OtTlP?Wl/fc. M*T»«1«, iETiSl 
©***>ttfl2'J >SS3sU MS** (1 0 0 Om 1 ) tft<f?DD**A (1 
0 0 0ml) £iD;Lfc. 2 0 K*l6fb:J- MJ £AT*Ji©pH£ 6. 5C«SL. 

*««£*« £$hkl£. ftWLLtz&mmz* a o o om i x 6@) t&#l 
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7 0ml) ^JD^SotL. -5*C 1 Ottt^L, %§ • $i$LTgW$ 

$•3 8. 5g. W7 1. 4%Tf#£o 

•H-NMR (DMSO-ds, 4 0 0MHz) : 5 4. 0 9 (s, 3H). 4. 0 
9 (s, 3H), 7. 14 (s. 1H), 7. 34 (s , 1H), 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

m&M3 6 : 4-»PP-6. T-^h^WJV 

6, 7-S>* h*5'-4-*;J-*/D> (1 0. 0g. 4 8. 5mmo 1) l:h 
;UX> (10 0ml) fc.fcLfct+v'MU > (7. 4 g, 48. 6mmo 1 ) £ 
iPATl 2 OCT? 6.- 5J*IHHJM£Lfc. M*T»fll», MU WH> (1 
0 0ml, 50ml) TiftftLT, ftjSU BWttS 11. 5g. M9 1 %T 

jJjj^J3 7:4- (4' -75 / - 3 ' -7x/4y-6, 7-v* 

4-75/-3-^D07x7 — ^JgKJfi (14. 6g, 81 mm o 1 ) tzfc 
mti-hWI* (8. 5g. 0. 2 lmo 1 ) £«fcl>'7K (9 0m 1 ) £iD*.j£fi? 

4-^pd-6, 7->7h + y+t , /U> (12g, 5 3mmol)i3 
£&*3-)VX.?)WY> (2 2 5ml) ^JDAT. 2RfPfljaSJLfc. S«i8t*» 
5 0'ClZfc£P&, £PD/fc;hk (5 0 0ml) *5=t^7K (5 0 0ml) &JD;LT 
10#|BMtt#Ufc», Lfc. 3«l/fc*»*3gk:£nD*;U 

A (2 5 0ml) 1 O^^WUcS. #&L£. »6n/t*«t*S:» 

»iSf»t. (50ml) *iD*.3 0#IBIffi#Lfc 

ft. Jta-(£j»LTBW**l 5. 6g, JR^8 5%Tf#fc. 
'H-NMR (DMSO-d«, 4 0 0 MHz): 5 3. 95 (s, 3H), 3. 9 
7 (s. 3H). 5. 33 (s, 2H). 6. 85 (d. J = 8. 8Hz, 1H), 

6. 98 (dd, J = 2. 8Hz. J = 8. 8Hz, 1H), 7. 20 (d. J 
= 2. 8Hz, 1H), 7. 36 (s, 1H), 7. 51 (s, 1H), 8. 53 (s, 
1H) 

M&MZ 8 : 4- (4' -757-3' -£□□) -7i/t->-6, 
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4-75;-3-^D07xy-Jl/iM (1. 3g> 7. 2 mm o 1 ) \Z2 
0%&m<ki- HJ^ATkigifc (3. 5m I) &<fctf7jc (2ml) £SPA?g3?£ti\ 
- 6, 7 -v* h + ^^^- , /U> (0. 8g, 3. 6mmol), y*0 
□ *;UA (6m 1 ) fccklPr h^^l^^^A^O* H (0. 5 8g, 1. 
8mmo 1) ^iPAT, 2 P^ML/c. £j£?££ft£fl^ y-OD*;PA (1 0 
ml) £=fctf7jc (10ml) fcjDAT 1 0#TO#Lfcm, 7j<JI£#?£ 
L£. #&Lfc7j<!£HH? (10ml) £JO;i» 1 0#^}I#L7c: 

ftmistc n<btirz#mmz®j£mmv. jm&'&tz. mmz*?;-^ (2 

ml) Z1)QA3 0ftrm&Ltz'&. m&'$misTBW)®$:l. 0g, »8 3 

gyfiflll : N- (2, A-i/Znilru^yisM - N ' - {4- [(6, 
H4^>-4-^y UJl') :t=E~>3 -2-7MD7iiJH frl/7 

4- [(6, 7 -V* H + V-4- + / U;W -2-7;^07~U> 
( 1 0 Omg) £ h;UX> (5. 0ml), h 'Jx^75 > (1 . 0ml) tljfJD 
8fc»#Lfc&. v^DO^^> (1. Oml) t}S*LfchU*^y> (10 3 
mg) *10iLT3»MlIDr»aStttfc. &K2, 4-y7;WD^>y^7S>(5 
4mg) ^iOAT, £6>K5li#HMi88iELfc. jR&ttfCft&JKtt**?- h »J £ 
A7j<}g^^jDA, £ □ □jfcjUATtttiiU ^OD^AilftM*5)l£S6^-h'JCA 
TftiSLfc. «ETJSI«*aiUT»6tlfca$*. ^□0^;UA/7-fe h>(2 
/l) TSWr**>U*yjl'^a T 7h^57^-m:0tt»!L. mm<Dik%®$: 
1 2 3mg. 0%Tf#fc. 

'H-NMR (CDC 1 », 4 0 0MHz) : 5 4. 0 2 (s , 3H), 4. 0 3 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H). 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 9 9 (m, 4H). 
7. 03-7. 14 (m, 1H), 7. 3 5 - 7. 4 4 (m. 2H). 7. 50 (s. 
1H), 8. 16 (t. J = 9. OHz. 1H). 8. 47 (d, J = 5. 1Hz, 
1H) 

JfSfttfrM (FD-M.S. m/z):4 8 3 (M*) 
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^MM2 : N- (4- [(6, h*is- 4 'J )V) -2-7 

Artn7 xx;H -N' - (2-7)l*n3L?-)l) 

4- [(6, 7 -V* K*v-4-*/ -2-7;l/^"D7-U> 
(lOOmg) Sh;H>(10mI). h UX^;P73 > (0. 5ml) l:» 

(1. 0ml) lCjg*Lfch>J*xy> (4 7mg) 
£iD*T5#^;!JDi!*M^L£. 2 - 7MDlf^75 > (4 2mg) 

«BETg«i*fi*UTfi6>nfca*&, ^PD^;PA/7-feh> (2/1) 

iK^7 2%T-t#£. 

'H-NMR (DMSO-d., 4 0 0MHz) : 6 3. 4 0 (m, 1H), 3. 4 
7 (m.lH). 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J 
= 4. 9Hz. 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d. 
J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1 H), 7. 28 
(dd. J = 2. 7Hz, J = ll. 7Hz, 1H), 7. 40 (s, 1H), 7. 
49 (s, 1H), 8. 21 (m. 1H). 8. 47 (br, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

5?*#tfHi (E S I -MS, m/z ) : 4 0 4 (M'+ 1 ) 

^mm3:N- (4- [(6, 7 -y* h^^-4-^y Ujk> £±id - 2 - 

4- [(6, 7 h + x-4- + yj;u) -2-7;u^|-o7xu> 

(1 0 Omg) £hJkH> (5ml). hUX^75> (1ml) KJg#Ujfc&. 
5;^DD^^>{;S»LfchU*^y> (10 4mg) *:1&XXV7?v07,%: 
5^lfc. ^«I2- <75/*^;W 

hf'Jv> (40/il) fciJDA, Al]Rm«2l9IRIUft:. S*«CfS»^K**^- 
h 'J ?A7ki£?£ (1ml), ^DO^JUA (2ml) ZtiQXtrl Vv±\Z&ftb> 
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^.mo^m^: 1 2 6mg, JR*8 8XT#fc. 

'H-NMR (CDC 1., 400MHz) : 34. 07 (s, 3H),4. 09 (s, 
3H). 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0-6. 5 0 (br, 1 
H). 6. 61 (d. J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1H), 7. 36 (d. J = 7. 8Hz, 1H), 7. 
56 (s, 1H), 7. 6 8- 7. 7 8 (m, 2H), 7. 75 (s, 1H), 8. 
2 7 - 8. 3 4 (m. 1H). 8. 49 (d, J = 6. 1Hz, 1H), 8. 55 
(d, J=4. 1Hz, 1H) 
KS##HI (FD-MS, m/z) : 4 4 8 (M*) 

mmm4 : n-tujp-n' - u- [(6, 7*?* h=fr->-4-*/'j^) * 

4 _ [ (6> 7 -v* H*->-4-4V U;W **^] -2-7;^D7^U> 
(1 0 Omg) £ h^X> (5ml), h 'jX3\M/7$> (1ml) \Z®Mlstz1£* 
>?^DD^^>l3?f^L/7c hU*7.-ir> (I0 4mg) £in*., tiQ&MWLZ 5# 
F^ltZc. ^(37U;P75> (2 2mg) fciHAT, £ eilMMM 4l$F B , ?L/i. 
S^{c:^P^7jc^^h'J , i7A7Ki§^ (lm 1). ^□□*M(2ml) £SD 

^□□*;PA/7-feh> (2/1) T'l^y'JAyWD^hy 
^y^-iZ^Om^L, &m<Dit£%>$: 1 2 5mg. »9 8%Tf#£. 
'H-NMR (CDC 1 j, 4 0 OMHz) : <5 3 . 9 1 - 3. 9 6 (m, 2H), 

4. 06 (s, 3H) ,4. 09 (s,3H). 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m. 1H), 5. 5 8 - 5. 6 6 (br. 1H), 5. 86 
-5. 98 (m, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88-7. 
01 (m. 2H). 7. 23 (s. 1H), 7. 55 (s, 1H), 7. 66 (s. 
1H), 8. 2 6 - 8. 3 3 (m, 1H). 8. 47 (d. J = 5. 9Hz. 1 H) 

flii##HI (FD-MS, m/z): 3 9 7 (MO 
^^■15 : N- (4-r (6, h*->-4-*7 <J;U) :**•>!- 2 -7 

J^D7i-JW -N' -7'Pbf^^l^7 
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(1 0 Omg) * WH> (10ml), h'JxW5> (2ml) \Z®MLtz 

'& y ~;>7nn*?>\z®MLfz hU*xy> (I04mg) ^iu^xs^mtuB 

Mffilsfzo ^(C7'okr;i/7 5> (2 9mg) ZlsaX. 4 0TOI*IiLfc. £ 

(10/1) TI^ilyUAWoTh^? 

'H-NMR (CDC 1j, 400MHz) : 50. 97 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4-3. 2 9 (m, 2H), 4. 0 
5 (s. 3H), 4. 06 (s. 3H), 5. 11 (t, J = 5. 4Hz. 1H), 
6. 51 (d, J = 5. 4Hz. 1H), 6. 7 4 -6. 7 6 (m, 1 H), 6. 
91-6. 99 (m, 2H), 7. 48 (s, 1H), 7. 52 (s, 1H), 8. 
18-8. 23 (m, 1H), 8. 49 (d, J = 5. 6Hz, 1 H) 
M##tM (FD-MS, m/z) : 3 9 9 (M*) 

mmme n- (4 - [(6, i - 2* h^->-4-^y -2-7 
;u^-D7xxji/} - n ' - (4-7;u^-a^;i/) uur 

4 - [(6. 7-v* b*'>-4-*/>))V) **c ; s] - 2-7)l*U7- [ ) > 
(1 OOmg) ^hil'X> (6ml), h 'J X3MU7 5 > ( 1 . Oral) IdDli 
ffiVfc'ik, i/$UU*$y (1. 0ml) Hfgfi?L/i HJ*xy> (1 0 4mg) 
$rjDAT5^r B 1MAji^Lfe. SfcC 

4-7;U:*o73Ml'7$>&&i& (5 5mg) £JDAT, £ £1C 2 I3Fp^J0^jI»?L 

£ □ D*;UAl£*7kEft$E:f h- 'J 7AT^Lfe. MEET^^S^LTtfen 
7c:$I££, 77DD*;i/A/7-b h> (2/1) TlitS^'JA^^DT h^' 
57^-KlJ: 0*113 U ^!l<ZMb£^£8 Omg. iR^5 5%Tt#fco 
'H-NMR (CDC h, 40 0MHz): Jl. 6 6 - 1. 8 7 (m, 4H), 

3. 3 3- 3. 4 0 (m. 2H). 4. 04 (s, 3H), 4. 05 (s. 3H). 

4. 44 (t, J = 5. 6Hz, 1H), 4. 56 (t. J = 5. 7Hz, 1 H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 



WO 00/43366 



PCT/JPOO/00255 



- 52 - 

9 3 - 7. 0 2 (m, 2H). 7. 42 (s, 1H), 7. 51 (s. 1H). 8. 
15 (t, J = 8. 9Hz. 1H). 8. 50 (d, J = 5. 1Hz, 1 H) 
SMI (FD-MS, m/z):43 1 (MO 

mm&l7 : N— {4- [(6, 7- s J* H=fr->-4-^7 U;10 -2-7 
MD7i-iM — N ' - (2~7°Pfcfx;P) frUT 

4- [(6, 7-i/^ h + y-4- + y'JJl/) - 2-7Md7"'J > 

(1 50mg) £7PP*;i/A (1 0ml), MJx?\M/75> (2ml) \Z®M 
U v^DP^^>lC^L^K'J^y> (15 6mg) ^iraATlO^F^JP 
^jf^bfc. ^C7 P PA;U^;U7^> (5 3mg) ^jtlD^T. £ S> IC 3 0 ftf^n 
M^L/c. S^^^fa^^K^^-hU^A^K^^JDAs 7PP*^AT«& 

nt>nrz%s.2&. zuu-tvvk/Ttvy (2/1) Tjnn-fss/u^y^p 

Th^*77-Y-fCctO*i^L, mmWtSVoZ l 6 4mg, iK^8 7%Tt#fe. 
'H-NMR (DMSO-d,, 400 MHz) 6 2. 49-2. 51 (m, 1 H), 
3. 9 0- 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1H), 6. 
8 9 -6. 9 2 (m. 1H). 7. 04- 7. 0 6 (m, 1H). 7. 26-7. 
29 (m. 1H). 7. 39 (s. 1H). 7. 49 (s, 1H), 8. 16-8. 
2 0 (m, 1H), 8. 4 6- 8. 4 9 (m, 2H) 

mmms : n- (4- [(6, 7— >y h^->-4-^y [ j;u) ^-^^] -2-7 

MD7irjW — N' -X^;P7l^7 

4 _ [(6( 7 -y / K + x-4- + /U;i') -2-7MD7^U> 
(1 0 Omg) &h;UX> (8ml). hUX3\)U75> (1. 0ml) \z1)UB® 
MLfz'&. h;i/X> (1. 0ml) \Z®Mlstc HJ**y> (4 7mg) ^rfinx. 
T5^F B lM-*M^L7t. ^{3^X5 1 ;i'75> (6 Omg) £3)|]AT. £blC5 

mmiiom^mLtzo KfomzmtQBt&ymj-hvv^mmzmz, mmn^)i 

T'ttffiU ^X^^^^KGS^^-K'J^AT^Lfc. MJ£Tig$£g£L 
T#bnfc?£££. ^□□m/7th> (2/1) TJH^T-2>^'J*y^^ 
a? h^7 4 -K1J; 9*1 §3 U il»ft^7 0mg. 'R$5 3%Tlt. 
'H-NMR (CDC 1 4 0 OMHz) : 6 1. 21 (t, J = 7. 3Hz. 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br, 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd. 
3 = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (m, 1H), 7. 26 (b 
r, 1H), 7. 54 (s. 1H), 7. 62 (s, 1H), 8. 28 (t. J=9. 
0Hz, 1H), 8. 47 (d, J = 5. 6Hz, 1 H) 
(E S I -MS, m/z) : 3 8 6 (M*+ 1) 
mmM9 : N-T^-N' - (4- [(6, 7-v* h*->-4-*/'j;U) 
4^->] -2-7MD7I-JH frU7 

4 _ [( 6> 7 -v* h + v-4-*/ UJl/) **^3 -2-7;P^P7n'J> 
(lOOmg) 5hM> (8ral), h'JX5 1 JI/7S> (1. 0 m 1 ) \Ztm® 
Mlstt'&. h)lx> (1. Oml) \zmBLfz h U*7.y> (4 7mg) £2jpx. 
T5^KiP^jic5tb^. Wz7?)V7z:> (8 0mg) £iP*.T, $^>tC5^f B 1 

btl£?3l££. ^DO^JUA/T-fe h> (2/1) ^ U fc**^ dt 

h^7 7-<^fCekf9*it£2U ilOft^&117mg, iR^8 1%Tf#£. 
'H-NMR (CDC 1 j, 4 0 OMHz) : 60. 94 (t, J = 7. 3Hz. 3 
H). 1. 40 (m,2H). 1. 55 (m,2H), 3. 29 (dd, J = 7. 1 
Hz, J = 12. 9Hz, 2H). 4. 06 (s, 3H). 4. 09 (s. 3H), 
5. 72 (br. 1H), 6. 56 (d, J = 5. 9Hz, 1H). 6. 88 (d 
d, 3 = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. 0Hz, 
1H), 7. 33 (s. 1H), 7. 55 (s, 1 H), 7. 65 (s, 1H), 8. 
30 (t, J=9. 0Hz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
gMTO (ES I — MS, m/z) : 414 (M'+ 1) 

%ffifr]lO:N- (sec-^;U) ~N' - i4-f(6, 7-5?.* h^->-4~ 
*JV)V) ^->1-2-7J^D7i-il/} frU7 

4-[ (6. 7 h + v-4 >j;W ^-*->]-2-7;l/*D7-U> 
(lOOmg), ^i?oo*H (5ml), h 'JX5 L ;U75> (1ml) Izjg^? 
Lfc&> v?47aD;t*>K:ig#LfcHJ#*y> (I0 4mg) *iPx.T5»R3 
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tmmffiLfzo *l:sec -7?)V7S. > (48a 1) SriDX.. 1 OftffltiUf&m 
ffil>tz. ffil£l : ®mZ%£LT'&<bntzniSZ, Zuu*)\,k/7±h> (8/ 

2) x-mm-t^^^tsy^^u^Y^yy 4-\z&K)mm.\s, ^mmt^®* 1 

17mg, IR2P8 9%T#fc. 

'H-NMR (CDC 1,, 4 0 0MHz) : 50. 95 (t, J = 7. 6Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H), 1. 4 7- 1. 5 5 (m, 2H), 
3. 7 9- 3. 8 9 (m. 1H), 4. 04 (s, 6H), 5. 28 (d, J = 8. 
1Hz, 1H). 6. 48 (d, J = 5. 4Hz, 1H), 6. 89-6. 9 8 (m, 
2H), 7. 08 (d, J = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 51 
(s. 1H), 8. 2 0 - 8. 2 4 (m. J = 9. OHz, 1H). 8. 48 (d, 
J = 5. 4Hz, 1H) 

(ESI-MS, m/z): 414 (M'+ 1) 

gmmi 1 : N- (4-r (6, TjzjS* h^->-4-*7 UJP) ^-^->1-2- 

7)VHrW7zLZ.)V) — N ' --T77^7U7 

4-[ (6, 7-y^b + y-4- + ;'j;W ^y]-2-7;^07-'J> 
(1 0 Omg) £7nn*,>UA (5ml), h 'JX^JUTS > (1ml) KjgfifL 

fc't£> > f i7DO^^>tCjg«?LfchU*xy> (10 4mg) &tiUz.T5ftffl1sa 

mmffilslz. i&Kl'f 773Ml'7$> (50m 1) SrinA. 1 O^HiraMStLfc. 

M^^no*;kA/7th> (4/D x*mffl?Z>-> ] )%5 t )\'2nT bify 

'H-NMR (CDC 1 ,,4 0 OMHz) : 6 0. 9 4 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m. 1H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H). 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1 H), 
6. 47 (d, J = 5. 4Hz. H), 6. 8 8 -6. 9 7 (m, 2H). 7. 1 
8 (s, 1H). 7. 41 (s, 1H). 7. 50 (s. 1H), 8. 18-8. 2 
3 (m, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
nmfttirte (ESI-MS. m/z) : 4 1 4 (M'+ 1) 

mmmi 2 : n- (4-r (6. 7—7* k * -> - 4 - * /u a-^->i-2- 
7 d7x-jh -n ' - (1. 2--7^;i/7°aQ/) 7U7 
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4 -[ (6, 7 ->s* 2-7)\,jTU7- x )> 
(1 OOmg). A (5ml), HJx?Ml/7S> (1ml) \zfeM 

Lfz'&. i?2 an *?>\Z®mvrzh (4 7mg) £J)D*.T 3 0 #Fb1 

gi!STif#L£:. &IC1. 2-v J *3 1 ;i/7 , DO'7S> (55/i 1) SrSDA. 1 

7-feh> (2/1) TM^Sx 'J h^7 7^-HckD^I3L. ^ 

moit&Vo&S 9mg, iR$6 5%Wc. 

'H-NMR (CDC li, 40 OMHz) : 60. 93 (d, J = 2. 2Hz, 3 
H), 0. 95 (d. J = 2. 4Hz, 3H). 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2- 1. 8 0 (m. 1H). 3. 7 6-3. 8 4 (m, 1H), 4. 
04 (s., 3H). 4. 05 (s, 3H). 4. 91 (d, J = 8. 5Hz, 1H), 
6. 4 8 (d, J = 5. 4Hz, 1H), 6. 74 (d, J = 2. 9Hz, 1 H), 
6. 91-6. 98 (m, 2H). 7. 42 (s, 1H), 7. 51 (s, 1 H), 
8. 18-8. 23 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H) 

MS##tM (ES I -MS. m/z) : 4 2 8 (M'+ 1) 
mmmi 3:N-{2-gaa-4-[(6. l-z?* h^y-4-^;'J^) 

^->] 7x_;H - N ' --JuMh^vy 

2-£DD-4-[(6, 7-v^h4 1 ->-4- + y | J^)^-+->]7^ I J>(l 
OOmg) £^DO*;UA (7. 5ml), HJX3^l/7S> (1ml) lCjgfi?L 
S7UU*)lL.\zmffiLtz h'J*7.y> (9 9mg) SriDAT, iDMSit^ 
5#^Lfc. ^Cn -7DfcT^7S> (2 1mg) fcinAT. 2 ZiZtiQmwm*: 

2mm\stc.Kfomzmmmym+hvvi±7mfo*tox^ivv±\z&ft u 
/^^;-;K8/i) TMr^-r s -> y ay;^ □ v h 7 - icj; 0 mm u 

'H-NMR (CDC Ij, 4 0 OMHz) : 50. 99 ( t , J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H). 3. 24-3. 31 (m, 2H), 4. 
04 (s, 3H). 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz. 1H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s. 1H), 7. 11 (dd, 
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J = 2. 7Hz, 9. 0Hz, 1H), 7. 21 (d,J = 2. 7Hz, 1H), 
7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d, J = 9. 0Hz, 
1H). 8. 5 0 (d,J = 5. 1Hz, 1 H) 
B*##HS (FD-MS, m/z) : 4 1 5, 4 17 (M*) 

mmmi 4 : n- {2 — ^qd — 4— r (6, h^->-4-^/ ujw 

tt*/]73L-)l} -N' - (4-7JI/tD-2-^fJl/7i3) frU7 

2_/7od-4-[ (6, 7-x* h^->-4-^/U;U) ^->]7^'J> (1 
2 2mg), £;7DD*;UA (10ml), h'JX^7^> (1ml) \zmML 
rc'&, Wnn*?>\zmMVtzh , J-ftZ>f> (1 lOmg) £Jn;iT 3 0#fyj 
giST®#L7c:. ^l:4-7;Wo-2-/W^ l J> (1 2 6m 1) £3jn;U 

nfc?5££* i7nn^)lA/7±h> (2/1) -vmffllrZzsVftlffrZu-? h 

'H-NMR (CDCh, 400 MHz): 62. 37 (s, 3H), 4. 04 (s, 
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H). 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 1 4 (m, 1H), 
7. 19 (d, J = 2. 7Hz, 1H). 7. 41-7. 44 (m, 2H), 7. 
50 (s. 1H), 8. 35 (d, J = 9. OHz, 1 H), 8. 50 (d, J = 
5. 4Hz, 1H) 

Hfi#tfHi (E S I -MS. m/z) : 4 8 2, 4 8 4 (M'+ 1) 
jSWl5 :N- (5-7'a : E-6-^-2-k , 'JyJP) — N' - {2-£ 

□ □-4-r (6, 7-xpc H^->-4-^y u;^) ^->i7x-;n -71^7 

2-^DO-4-[(6, 7-v* h*->-4-*/'j;i') ^y]7^'J> (1 
2 2mg), ZpnnfrJlA (10ml). h'JX3MI/7S> (1ml) IC^?L 
Tcm. V*7UU*$y\Z}£M^tzh*)-fc7.>r> (1 1 Omg) £iQ;iT 3 0#fyi 
gjSTJi#L7c. ^(Z6-7ay-3-^'o ; &-2-^5 L ^e'J^> (2 0 8m 

g) ^jda. immMi&xmwistz. Kfcmzt? y-^zm^ MEErmmz 

@£LTf#£> ft ^□□*:;l/A/7-b b> (2/1) TMPT^xU* 

y;i/^7 D7 h^77'f — (Cet OfliSL, 5 5mg. » 7 7 % 
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'H-NMR (CDC 1,, 40 0MHz) : 6 2. 69 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H). 7. 14-7. 17 (m, 1H), 7. 30 (d. J = 2. 7Hz, 1H). 
7. 44 (s, 1H), 7. 53 (s, 1H), 7. 75 (d, J = 8. 5Hz, 
1H). 7. 93 (s, 1H). 8. 49 (d, J = 9. 0Hz, 1H), 8. 52 

(d. J = 5. 4Hz, 1H), 11. 92 (s, 1 H) 

H;1##HI (E SI-MS, m/z): 543, 545, 547 (M'+ 1) 

mmmi 6:N-{2-^pp-4-r(6, 7-v* k^->-4-^/ u;u) 

^■>17x^} — N ' - (5-^cm-2-bf'Jy;t/) 

2-^nn-4-[(6, 7-^* h*->-4-^/ g;W :*^>]7x'j > (1 
22mg). ££pp*;UA (10ml), b'JX3MI/75> (1ml) \Z®ML 
tz'&. : Ji7UU*?>\Z&mLtzY*) •&7, f f> (llOmg) ZlM^TZOftTfi 
MTf»L^. #K2-7S/-5-;7pp£»Jv> (143mg) £iDA. 
2B#MMT«j*L/fc. 5^lC/^y-Jl/^iDA, M/ETi£&£@£LTf#£> 
nfcSI**. #nnftfr&/7*b> (2/1) TMUfj-f 5->'J D7 K 

?77,(-\z£K)mmL. *BOft^ftS14 8mg, iR¥8 2KTf»£. 
'H-NMR (CDC 1 4 0 OMHz) : (54. 06 (s, 3H), 4. 06 (s, 
3H). 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H). 7. 14-7. 17 (m, 1H). 7. 31 (d, J = 2. 7Hz, 1 H), 

7. 44 (s, 1H), 7. 53 (s. 1H), 7. 6 4- 7. 6 7 (m. 1H), 

8. 28 (d. J = 2. 7Hz, 1H), 8. 5 0-8. 5 3 (m, 2H), 8. 
9 2 (s, 1 H), 12. 11 (b r s, 1 H) 

JtS##rM (ESI -MS, m/z) 485. 487. 489: (M'+ 1) 
flffigill 7 : N-(5-7'Q : &-2-e'Jy;i/)-N'-|2-^DD-4-f(6, 

2-^DO-4-[(6. 7 -v* h^->-4 - + y'JJU) ^+->]7-'J> (1 
22mg), ££PP*;UA (10ml). h'jX^;U75> (1ml) \Z®Ml< 
v*Dn**>KigffLfcHJ*xy> (llOmg) £iPAT3 0»H 
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iilTJWl/ft. ^H2-75y-5-^D^EtriJv> (I9 2mg) £2)DA> 

nfc8l££> ^pp*;hk/7-feh> (2/1) TSIHr5 2/'J*y;^DTh 

"H-NMR (CDC 1,, 4 0 0MHz) : 5 4. 06 (s, 3H), 4. 06 (s, 
3H). 6. 53 (d, J = 5. 1Hz, 1H). 6. 80 (d. J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H). 7. 30 (d. J = 2. 7Hz, 1H), 

7. 45 (s. 1H), 7. 53 (s, 1H), 7. 7 7- 7. 8 0 (m, 1H). 

8. 15 (s, 1H), 8. 39 (d, J = 2. 4Hz, 1 H), 8. 50 (d, 
J = 9. 0Hz, 1H). 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s, 1H) 

K*##rffi (ESI-MS, m/z): 5 2 9, 5 3 1, 5 3 3 (M'+ 1) 
mmmi 8 : N- {2-?PP-4-f (6, I - s J*h**s-A-*JV)V) 

— N' - (2-/ h^y7x-jl/) frt^7 

2-^DP-4-[(6. 7 -v* h + ~>-4- + / U;U) ^->]7^'J > (1 
OOmg) ££pp*;UA (10ml) fc:*§8?U 2-/h^^7i-My-/ 
7^— h (54mg) £iDAT6 Ott-HiJ$Lfc. ? 7 -;U£2lD 

A. »JET**i*«*^T»6n&»afft, *cm*;kk/7-fe h> (6/4) 

mg, JR¥7 7XTfcfc. 

'H-NMR (CDC 1), 400 MH z ) : 6 3 . 8 5 (s, 3H), 4. 0 4 (s, 
3H), 4. 05 (s. 3H), 6. 50 (d, J = 5. 1Hz, 1H). 6. 89 
-6. 93 (m, 1H), 6. 9 8 - 7. 0 3 (m. 1H). 7. 05-7. 10 
(m, 1H), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 23 
(d, J = 2. 7Hz. 1H). 7. 35 (s. 1H). 7. 36 (s. 1H). 7. 
44 (s, 1H), 7. 52 (s. 1H). 8. 0 5 - 8. 0 7 (m, 1H). 8. 
34 (d, 3 = 9. OHz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

K*5HfHI (ESI-MS. m/z) : 4 8 0, 4 8 2 (M'+ 1) 
MMMl 9 : N- I 2 -^PP-4 -f (6. 7 - 4 
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t^->17x_;H — N ' - (2-^^7xZ;i/) tjy? 

2 -/7DD-4-[ (6. ^-+">]7^U> (1 

2 2mg) ££Dn*;UA (10ml) ML, o-hMMVy7t-F 
(5 9mg) ZtoXTMi&T—vfcm&Vfz. Kfemz** / -JlZtiUTi, MET 

-^;U5rlin^fc. #rfctJL£:g£il£ili©L; %.m<Dit£%Q$: 5 9mg, W34% 

'H-NMR (CDC 1 3, 400 MH z ) : 5 2. 38 (s, 3H), 4. 0 4 (s, 
3H). 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H). 7. 01 (s. 1H), 7. 11-7. 14 (m, 1H), 7. 18 

(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
1H). 7. 46 (d. J = 6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 

(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
ffS##HI (ES I —MS, m/z) : 46 4, 4 6 6 (M*+ 1) 
gdS#|2 0 :N- {2-^Dn-4-f (6, 7 -it* h*~>- 4 'J ;U) 
^f>T7x-;i/} — N ' — (5-^5^-2 -\±WM »7U7 

2_/ 7PD _4- [ ( 6> h + ~>-4-^yj;U) ^y]7^U> (1 

22mg), £^OD*;UA (10ml). HJXf^7S> (1ml) (CigjgL 
fclg, ^ lijgflPLfc h'J^7y> (llOmg) £j)D;LT3 Oftfal 

MT88#Lfc. ^{c2-75y-5-kr^U> (12 0mg) fciin*., 2P#F B 1 

^DO^JUA/7-fe h> (2/1) TJiP^-r-S^U^^^DV K^*7 7 
^-(CctOlfSIL, IiOM£ll9mg, ^6 9%Tf#fc. 
'H-NMR (CDC 1 j, 4 0 0 MH z ) : 62. 31 (s, 3H). 4. 06 (s, 
6H). 6. 53 (d, J = 5. 4Hz, 1H), 6. 76 (d, J = 8. 3Hz, 
1H), 7. 13-7. 16 (m, 1H). 7. 29 (d, J = 2. 7Hz, 1H), 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s. 1H), 8. 14 (s, 1H). 8. 52 (d, J = 5. 1Hz, 
1H). 8. 55 (d, J = 9. 0Hz, 1H), 12. 57 (brs, 1 H) 
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3SS##Ht (ES I -MS, m/z) : 4 6 5. 4 6 7 (M*+ 1) 
mffiMl l:N-{2-^PD-4-r(6. 7-y* b*Fis- 4 z±Z , JJV> 
^->I7i-^} ~N' - (6-*?)U-2-\£i)?M £1^7 

2-^no-4-[ (6, 7-v* h*2/-4-*7 U;W ^->17ziJ> (1 
22mg), £^no*;kk (10ml), MJX?;i/75> (1ml) IdjgfllL 
fci, ^^□□^^>t»#Lfch'J*^y> (llOmg) &DP^T3 0»W 
MTflMfcLfc. Jfcfc6-75y-2 -fc?D'J> (12 0mg) £in>L. 2B#K 

#nuMA/7-kb> (2/1) T?SBB"f5>'U*y;i'^n-7h^7 7 
-f— ICfcOftfiU SffiO{t^«J*7 3mg. iK$4 2%Tf§fc. 
'H-NMR (CDC 1,, 4 0 0MHz) : 52. 57 (s, 3H), 4. 06 (s, 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 (d, J = 8. 1Hz, 
1H). 6. 83 (d, J = 7. 6Hz, 1 H), 7. 15-7. 18 (m, 1H), 

7. 30 (d. J=2. 7Hz, 1H), 7. 44 (s, 1H). 7. 54-7: 
59 (m. 2H). 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1 H), 

8. 57 (d, J = 9. 0Hz, 1H). 12. 45 (s, 1 H) 
fi^I (E S I -MS, m/z) : 4 6 5, 4 6 7 (M*+ 1) 

mmM2 2 : N- (2-^DD-4- [(6, H^x-4-^7 *))),) * 

^->] -N' - (4-^h^y7x-f) frl^7&&& 

2_/ 7D o-4-[(6 > 7-v* »j;W ^-^~>] 7ZUX1 

OOmg) ££op*;I/A (4ml) 4-/h^7i-MV 
->7^— h (6 0^ 1) £iDATMT?— ttEffcLfc. «J£T8«t£e5SU f* 

HJLfcitJB£!R3iaJifiU N-2-£PP-4-[(6. h*:>-4-* 
y 'J JIO 7I-1P-N' - (4-* h + ^7x~;i/) £1/7 £9 Omg, 

'H-NMR (DMSO-d,, 4 0 0 MHz) : 6 3. 73 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H). 6. 90 (d, J = 9. 3Hz. 2H), 
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6. 97 (d, J = 6. 6Hz, 1H). 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d. J = 2. 7Hz, 1H), 8. 39 (d. J = 
9. 0Hz, 1H), 8. 49 (s, 1 H), 8. 82 (d, J = 6. 6Hz, 1 
H). 9. 4 9 (s, 1H) 

2 3 : N - (2-gPQ-4-r (6, 7 -y^ h^->- 4 -^V'JjU) 
^->17x^} -N' - ( 1 - t7?;w frU7 

2 -*nn-4-[ (6, 7 -v^ h*is-A-*J D;W tt 9 S\T-V> (1 
2 2mg) *£nn#jPA (10ml) (CgftU l-t7WV->7t-h 
(7 5mg) SJDATMT— lfta*f Lfc. EfcfclC*^ ;p*JPit. MJET 

■H-NMR (CDC 1 j, 400 MHz): <54. 03 (s, 3H), 4. 04 (s, 
3H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m, 3H). 7. 41 (s. 1H), 7. 48 (s. 1H), 7. 55 
-7. 69 (m. 4H), 7. 8 8 - 7. 9 6 (m, 2H). 8. 15 (d, J = 

7. 6Hz, 1H), 8. 3 8 - 8. 4 0 (m, 1 H), 8. 48 (d, J = 5. 
1Hz, 1H) 

K*#tlrfit (E S I —MS, m/z) : 5 0 0, 502 (M'+l) 
g|M0iJ2 4 : N — (2, 4-/7MD7xZ;|/) -N* - (4- [(6, 7-y 

4- [(6, 7 - h*->-4-*/ >J;U) -2, 3-v^^;U7- 

■J> (7l0mg) ^^DD^A (7ml) ICi§fi?Lfc&, 2. 4-->*^;i/^ 
D7i-HV^7t-h (3 1 Oil 1) £jta;iTj!)0^M»jE£ll$P B I 1Lfc„ 

g, M7 0%T-f#£. 
'H-NMR (CDC1 j, 400 MHz): <52. 14 (s, 3H), 2. 27 
(s, 3H), 4. 04 (s, 3H), 4. 06 (s, 3H). 6. 27 (d, J 

= 5. 4Hz. 1H). 6. 7 8 - 6. 8 9 (m. 2H), 6. 95 (s, 1H), 



WO 00/43366 



PCT/JPOO/00255 



- 62 - 

7. 03 (d, J = 8. 5Hz, 1H). 7. 10 (s, 1H), 7. 40-7. 

45 (m, 2H). 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H), 8. 

46 (d. J = 5. 4Hz, 1H) 

Jtf^tfi (FAB-MS. m/z):4 8 0 (M 4 +l) 
m&W2 5 : N— {4-r (6, 1- S J* h*~>- 4 UjU) ^->l-2, 
3 -v^9MU7x:i;W -N' - (4-7^D-2-^f Jl/7xZ^) frl/7 

4 -{ (6, 7 -v* h*v-4-*/ "j;W **is]-2, Z-V**)),!- 
"J> (1 2 Omg) £:7Pn*;i/A (1 Oml), HJX3Ml/7 5> (1ml) (3 
v^DD^^XC^tfc h'j5j>7.y> (1 lOrag) £2ra3-T3 
0»HiIT»*l/fc. ^tC4-7JI/^D-2-^5 L ;i'7-U> (126/il) 

LT*»6ftfc3£S*. ^Pn*;WA/^^7-;U (9 1/9) TJHBTS">U* 
y;U^DT h^7^-K:«J:!3*f8S!U MO^fc^ft* 1 6 Omg, iR¥9 1 % 

'H-NMR (CDCl,,4 0 0MHz): 52. 12 (s , 3H), 2. 22 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s. 3H), 4. 06 (s, 3H), 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1H), 6. 42 (s, 1H), 
6. 9 4- 7. 0 3 (m. 3H), 7. 43 (s, 1 H), 7. 4 6 - 7. 5 5 (m. 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz. 1 H) 
H*#*T<I (ES I —MS, m/z) : 4 7 6 (M'+ 1) 

WM2 6 : n— (4-r (6, h*->-4-*y u;p) **:>1-2, 

3 -^^7i- )V) ~N' - (3-7JPtD-2-^h^y7i-^) ft V 
7 

4 _j (6> h*->-4-*/ UJU) **v]-2. 3-v^^7^ 

U> (1 2 Omg) ££DO*jl'£ (10ml), HJX?;i>7 5> (1ml) \Z 
jg#Lfc&. ^DD^^^SUl/fthU*^ (1 1 Omg) £iPAT3 
0 Lfc. Jfcfc3-7;P*P-o.-7 = ->5?> (13 2w 1) SJD 

ibnfj^^. ^ao*;uA/^^y-Ju 01/9) TS§a-r*^u*y> 
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'H-NMR (CDC h, 40 0MHz) : 52. 15 (s. 3H), 2. 32 (s. 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s. 3H), 6. 28 (d. J = 5. 4Hz, 1H), 6. 7 2 -6. 7 7 (m, 
1H), 6. 9 6 - 7. 0 9 (m, 3H), 7. 43 (d. J=8. 5Hz, 1H), 

7. 46 (s, 1H), 7. 60 (s. 1H). 7. 62 (s, 1H). 8. 02- 

8. 05 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 
St*##Hi (ES I -MS, m/z) : 4 9 2 (M*+ 1) 

mmm2 i ■. N-'(5-:/a^-6-*^ju-2-b;uy;u)-N'-{4-r(6, 
7 - 2A h^v- 4 -^y u;i/) :**->i-2, 3->7fji>7iuw frt^j 

4-[ (6. 7 -v* h+*>-4 :**->]-2, 3-v/?;i/7- 
U > ( 1 2 Omg) (10ml), h > (1ml) 

i/^ao^^>{cig^Lfc bOfrXtfy (11 Omg) £Jja;LT3 
0^-^Slr^L7t. ^(C6-75y-3-7*D^6-2-^5 i ;Hi , Jv ; > (2 
0 8mg) *JDA, 2f$P^i£T}£#L7c. S^tc^^/-;i,^SDA, MEET 
^Jg£g£LTt#bft7c8l$£. ? □ d*;UA/^ (9 1/9) T'Mffi 

?Z>is>)jjy)lt7n-?h>?77'(-lZJ:r)mmL. 1 0 3mg. 

JK^5 2 %T-mfzo 

'H-NMR (CDC1 3, 400 MHz): 6 2. 16 (s. 3H). 2. 42 (s, 
3H). 2. 65 (s, 3H). 4. 06 (s, 3H), 4. 08 (s, 3H). 6. 
32 (d, J = 5. 1Hz, 1H), 6. 64 (d, J=8. 8Hz. 1H). 7. 
04 (d, J = 8. 8Hz, 1H). 7. 44 (s. 1H). 7. 64 (s, 1H), 

7. 74 (d. J = 8. 8Hz. 1H), 7. 91 (d, J=8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d, J = 5. 4Hz, 1 H), 11. 30 (b 
r s , 1 H) 

KM##fM (ES I -MS, m/z) : 5 3 7, 5 3 9 (M* + 1 ) 
mMM 28 : N - (5-^PP-2-b:'J S?JI/) — N ' — (4 - [(6. 7 - y * 
h=^->-4 -*J U ;U) -2, 3-y/fJl/7x-;H frU7 

4- [(6, 7-v* h + ->-4- + y UJU) -2. 3-^^^;P7n 
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D> (3. OOg) ^^dd*M (150ml), F'JxWS> (6ml) 
\zmffiLtc'&* ~J*7UU*$>\Z®mLtz MJ*7.y> (2. 7 4g) £iD;LT 
ifiT3 0«j$Lfc. &C2-75/-5-£cmfc!Uv> (2. 3 8 g) 

L&. MJET^&£®£LTf#b*l£3l££, £ np*;UA/*;yV-;i/ (2 0 
/l) TJg^-r-5->'J^y;i/^PT 7 0*182 U ^mcDik^fyiZ 
3. 4g, W7 7%T#£. 

'H-NMR (CDC 1), 4 0 0MHz):<5 2. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J=8. 8Hz, 1H), 7. 04 (d. 
J = 8. 8Hz, 1H). 7. 44 (s, 1H), 7. 6 2- 7.6 8 (m, 2H). 

7. 90 (d, J=8. 8Hz, 1H), 8. 23 (d, J = 2. 4Hz, 1 H), 

8. 45 (d. J = 5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 (b 
r s , 1H) 

KS^tffM (ES I -MS, m/z) : 4 7 9, 4 8 1 (M*+ 1) 
mMM2 9 : N— ( 5 -7p^E- 2 - bf >) -N' - {4-f (6, 7 - S J 

^h^y-4-^yU^) ^-^r->1-2, 3-y/^7i-M frU7 

4-[ (6, 7-y7h + -/-4- + 7'J^) ^y]-2, 3-v^^7^ 
U > ( 1 2 Omg) PPtfUUA (10ml), h 'JX^;U7 5 > (1ml) IC 

v J ^DP/^>lZjg^?L?t HJ**y> (llOmg) 
0#Pp^iSTJl#L£. ^H2-75/-5-ya ; eeU->*> (19 2mg) £ 

T*#bn£:^££, ^PPtfJUA/y^y-JU (9 1/9) TJgp-T-S ^ U 

;i/^D-7f>^v7-r-icJ;0«^L/t. i§&£g£U >>m<D * ? ; - )V 

'H-NMR (CDC 1 j, 4 0 OMH z) : 6 2. 1 6 (s, 3H), 2. 3 8 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J = 5. 1 
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Hz, 1H). 6. 96 (d, J = 8. 5Hz, 1H). 7. 03 (d. J = 8. 
8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H). 7. 75-7. 7 
7 (m, 1H). 7. 89 (d, J=8. 8Hz, 1H), 8. 31 (d, J = 2. 
4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s. 1H), 
11. 17 (brs, 1H) 

Sta##Ttt (ES I -MS. m/z) : 5 2 3, 5 2 5 (M*+ 1) 
mmM3 0 : N- {4-f (6, 7 - S J* h=fr->- 4 -^7 U;iO ^-=lr->l- 2, 
3 -v^^l/^-JU} — N' - (2 h^->7x~;U) frl^7 

4 -[ (6, 7 |^->_4_:}iy **->]-2, 

U> (I2 0mg) $^OD*;i/A (10ml) fCff^U 2-^h^y7i- 
MVy7t-F (60/zl) ^iDATliST-»bfc. S^fc^^/- 

mg, W7 5%Tf#fc. 

'H-NMR (CDCl,,400MHz):i52. 16 (s, 3H), 2. 32 (s, 
3H), 3. 81 (s. 3H). 4. 06 (s. 3H), 4. 08 (s, 3H), 6. 
25 (s, 1H). 6. 26 (d. J = 5. 4Hz, 1H). 6. 85-6. 87 
(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8. 5Hz, 
1H ), 7. 44 (s. 1H), 7. 62 (s, 1 H). 8. 15-8. 17 (m. 
1H), 8.4 5 (d. J = 5. 4Hz, 1 H) 
mMtttixB (E S I —MS, m/z) : 4 7 4 (M'+ 1 ) 

mmm3 1 ; n- (4-f (6. 7-y/F^->-4-^;ujv) ^->i-2, 

4 _ ( (6> 7 -vV H^->-4- + y U^) **is}-2, Z-~J*^)V7- 
U> (12 Omg) ££DCi*;UA (10ml) Hjg^L, o.- WM'JH'Vv' 
7^— h (5 5 m 1) fcSDAT^T-iftittfUfc. &fcmz*$ ;-)VZt\\7L. 

ficDX-T-^fcflO^fc. fttiiLfzteikZmML. mmoiit-B;®)* 1 3 Omg, 'K 
$70 %T't#/io 
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'H-NMR (CDC U 4 0 0MHz) : 6 2. 12 (s, 3H), 2. 22 (s. 
3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
2 3 - 6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1 H), 7. 14 
-7. 17 (m, 1H), 7. 2 4- 7. 2 9 (m. 2H), 7. 4 3 (s. 1H). 
7. 49 (d, J = 8. 5Hz, 1H). 7. 60 (s, 1H), 7. 63 (d. 
J = 7. 3Hz, 1H). 8. 43 (d, J = 5. 4Hz, 1 H) 

(ESI-MS, m/z):4 5 8 (M'+l) 
mmm 3 2 : N - (4-^an- 2 -^jl^x^:;!/) -N' - {4-f (6, 
7-.;^ h^->-4-^/'J;U) :fr*->1-2. 3 -V*^)V7 3L-)V} 

4-[(6, 7-y^S + ->-4- + ;'JJW r**->)-2, 3-v*3^7- 
U> (1 2 Omg) (10ml), h'JXW5> (1ml) »3 

mMlstz'&. Wnn*?>\zmmi>tzh l J*7>if> (11 Omg) £Jnx.T3 
0#fi51MT*»L£. ^[Z4-^OD-2-^^7n'J> (13 0//1) £ 

tibtifc^^^, ^DD^;uA/^^y-;u (9 1/9) TM-f 5->u#y 

;i/^DT hi7*77^-tCckO*tS?t. mK2te£$i£ 1 3 6mg, JR^7 5%T 

•H-NMR (CDC 1 j, 4 0 OMHz) : 62. 14 (s, 3H), 2. 18 (s, 

3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 

24 (d, J = 5. 4Hz, 1H). 6. 33 (s. 1H), 6. 40 (s, 1 H), 

7. 03 (d, J = 8. 5Hz, 1H), 7. 19-7. 21 (m. 2H), 7. 

4 2- 7. 44 (m, 2H), 7. 60 (s, 1H), 7. 65 (d, J = 9. 0 
Hz, 1H), 8. 44 (d, J = 5. 1Hz. 1 H) 

Mfi##HiI (E S I -MS, m/z) : 4 9 2, 4 9 4 (M'+ 1) 

mmmz 3 : n- { 4 — r (6, 7 -v* h*i/-4-*y u;u) ^-^->i-2, 

3-y^f^7i-iW — N ' - (2-bf'jy;i0 frl^7 

4-[ (6, 7-5?* h*x-4-*y >j;W ^v]-2. 3-^*^7- 
U> (1 2 Omg) ££DD*JUA (10ml), h'JX?JU7S> (1ml) \Z 
mMLtz'ik, ^^□□/^>C»*Lfch'J*^y> (11 Omg) £iQAT3 
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o#figMT*#Lfc. ^ic2-7sy tru v> (io4mg) ^in*., -mn 
mm m v tz o Kfomiz * 9 ; - x . meet it $ £ ® * l t# ntz mzz. 

t>uu*)\,A/*$ (9 1/9) rmffl-?Z>'> , )t>5 t Jl'2n-?b>77 7<{ 

-ti^^t. ^m<Oit^^7 2mg. $^4 4%T*#ifc. 
'H-NMR (CDC 1 j, 4 0 0MHz) : 52. 16 (s. 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d. J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H). 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d, J = 8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m. 1H). 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H). 11. 77 (b 
r, 1H) 

ftS##Tfil (E S I -MS, m/z) : 4 4 5 (M'+ 1 ) 
HMfll 3 4 : N - {4-f (6, 7 - h*->- 4 JU) :t»->1-2, 
3 -iS*^)V7 — N' — {b-^)V-2-\f. Uv^U) frU7 

4-[(6, h*->-4-*/ U;W ^->]-2. 3-^*^7^ 

U > (1 2 Omg) $:^OP*;UA (10ml), h 'JX5 1 ;i/75> (1ml) 13 
jgjgLfc^ : s9uu*?>\Z®B\stz h'J*X^> (1 1 Omg) £*D*T3 
O^F B 1iiSTl^lfc. ^lC2-75y-5-tfD'J> (12 Omg) £iDA> 

n£:8l2&, £ □□*JUA/* (9 1/9) TJlP^-T^i/U^y^^o 
T K^7 7-T-lCJ;0*lg!L. mmoitt;®* I 2 2mg, »K2£ 7 2 %Tf#fc. 
'H-NMR (CDC U 400 MHz): 62. 15 (s, 3H), 2. 28 (s, 
3H). 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H). 7. 43 (s. 1H). 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1H). 7. 99 (d. J = 8. 8Hz, 1H), 8. 
06 (d. J-l. 5Hz, 1H), 8. 44 (d. J = 5. 4Hz. 1H). 9. 
2 3 (s, 1H), 11. 7 7 (b r, 1 H) 
KS^M (FD-MS, m/z): 4 5 8 (MO 
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mmm3 5 : n- u-r (6, 7-vp< h*->-4-*7 u;i/) :**->i-2, 

3-y/f^7i^H — N' - (6-^-2-t!'jyjH frl/7 

4- ( (6, h*->-4-*/ U;W) ***>]-2, 3-v^^;U7- 

U> (1 2 Omg) A (1 0ml). HJX^;U75> (1ml) \Z 

mm\stz&. uu *$>\z.mm\sit hu*xy> aiomg) ^jd^.t3 
o^r B miar«bfe. #£6-7s/-2-t?:3'j> (i 2 0mg) £Jda. 

?na-fcfr&/7±h> (4 0/6 0) TRMT*->U*y;P^OTh 
^97.Y-C«k0t*«U ««©ft^«&6 4mg, TO3 8%T'*#£. 
'H-NMR (CDC Is, 4 0 OMHz) : 5 2. 1 6 (s, 3H), 2. 4 4 (s, 
3H), 2. 54 (s, 3H), 4. 06 (s. 3H), 4. 08 (s, 3H). 6. 
.3 2 (d, J = 5. 4Hz, 1H). 6. 61 (d, J=8. 3Hz. 1H), 6. 
82 (d, J=7. 6Hz. 1H), 7. 04 (d, J = 8. 8Hz, 1 H), 7. 
44 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1 H), 7. 65 (s. 1H), 7. 
79 (s. 1H). 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1Hz, 1H), 11. 7 6 (b r, 1 H) 
R*#*HI (FD-MS, m/z) : 4 5 8 (MO 

**MH3 6 : N — (4- C(6, 7-^h^'>-4-^;'J^) -2. 
3-y^f^7i-JH — N ' - (4 h^->7x-;i/) frl^7 

4 _ [(6> 7--/7h + y-4- + y'JiW **v]-2, Z-V*?)17- 
|J> (10 Omg) ^DD^PA (4ml) \Z&MLtz'&. 4-/h + ->7i 

in*., ^aJL£ttJI3:£©3lz!i3£U mm<D<t£tfo* l l 5mg> iR¥7 8%Tf# 

'H-NMR (CDC 1 4 0 OMH z) : 62. 02 (s, 3H), 2. 30 
(s,3H), 3. 76 (s. 3H), 4. 06 (s, 3H), 4. 12 (s,3H). 

6. 46 (d. J = 6. 3Hz, 1H), 6. 78 (d, J = 9. 0Hz, 2H), 
6. 91 (d, J = 8. 8Hz. 1H). 1. 39 (d. J = 9. 0Hz, 2H), 
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7. 67 (s. 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 92. (s, 
1H), 8. 2 0-8. 2 3 (m. 1 H) 

»*##Ht (ES I -MS, m/z) : 4 7 4 <M*+ 1) 
g|;i&ffJ3 7 :N- (2, 4-y7J^D7ir;|/) - N ' - (4- [(6, 7-3? 
^ -2, 5-^^^7x-JH frl^7 

4- [(6, 7-y/h^-/-4-+yj;W -2, 5 -^^7= 

U > (2 0 Omg) A (1 5m 1 ) fcjg#Lfc», 2, 4-^7^ 

tD7i-MVy7t-F (88/zl) *JDATJ»H»a«[*lRfMLfc. SJfr 
i7PD^;i/A/7-feh> (4/1) TlHtSxU^WoTh^? 
W-K:J:9tti!U agOfll^»t2 8 7mg, JR^9 7%T#fc. 

'H-NMR (CDC 1), 4 0 OMHz) : 62. 17 (s, 3H). 2. 26 

(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d. J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s. 1H), 7. 55 (s, 1H), 7. 59 (s. 
1H), 8. 05-8. 13 (m, 1H), 8. 47 (d, J = 5. 4Hz. 1 H) 

K*$MHI (FD-MS, m/z): 479 (MO 
mm38_jJtl {4- [(6, 7 -i?*h*5'-4-*yV)l) -2, 

4- [(6, 7-$>*h**>-4-*/U;M **^]-2, 5-->*^^;U7^ 
U>(1 50mg) ^^OD^JI/A (l 3ml). h'JX?)l/75>(l. 5ml) 

^Dn*;Pi»»cjS*UfchU*xy> (15 1mg) £in*.T, 
lDJ»a«E*5»raLfc. <^{Cn-yotr;P7 5> (3 3mg) £*DAT, 

^□□*;UA/7-fc h> (4/1) "VBkM-fZzsytltfJWri-? Y9774—\Z 
iOftgU ^H<2{fc£$l£ 1 7 8mg, M9 5%Tt#fc. 
'H-NMR (CDCU 400 MHz): 50. 94 (t. J = 7. 3Hz, 3 
H) ,1. 51-1. 65 (m. 2H), 2. 15 (s, 3H). 2. 26 (s, 
3H). 3. 21-3. 28 (m. 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m. 1H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 
(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 
ftfi##rM (FD-MS. m/z):409 (M*) 
mMM3 9 : N- (4-^Da-2-^Wx-Jb) - N ' - (4-f (6, 

4~[ (6, 7-5?*h*->-4-*/y;M ^*>]-2. S-v^^MI^x 
U> (1 0 Omg) ^y-DO/fr^A (1 0ml), HJX?;P7 5> (1ml) £ 
jg^Lfc^ > ? ^OD^^>ti§^Lfe h U^7.y*> (9 2mg) Sr*Qx.T3 0 

^^a-e^L7t. ^[c4-^dp-2-/?;i/7hu> (44« 1 ) ^d*. 

&. #r£iiL7til£ f fl£iliI&U ^mcoit^^l 1 8rag, iR^7 8%T't#feo 
'H-NMR (CDC 1., 400MHz):<52. 16 (s, 3H). 2. 21 (s, 
3H). 2. 23 (s, 3H), 4. 05 (s, 3H). 4. 06 (s, 3H). 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s. 1 H). 6. 32 (s, 1 H). 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H). 7. 43 (s, 1H), 

7. 58 (s, 1H), 7. 5 9 - 7. 6 3 (m. 2H), 8. 45 (d, J = 5. 
1Hz, 1H) 

Stfi^f/rfil (ES I -MS, m/z) : 4 9 2, 4 9 4 (M' + 1) 
^ffiM4 0 : N — (4-r (6. 7-v* K**>-4-*7 U;i>) ^->1~2, 
5-y^f)l/7xrj|/) — N' - (4-7Ma-2-y^l/7i^) frl/7 

4-[ (6, 7-y^h + ->-4-^;'J;H :**->]-2. 5-->**3MU7X 
'J> (1 0 Omg) £y-DO*;;UA (1 0m 1), HJx3Ml/75> (1ml) lr 
mmLtz'&. iS2nn*5>>\zmMLtzhV*7>¥> (9 2mg) ^tQXX3 0 
ftffl£l&-CMWVtzo #lC4-7;M-D-2-*3\ll/7X'J> (4 2m 1) £JQ 
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'H-NMR (CDC li, 4 0 0MHz) : 5 2. 15 (s, 6H), 2. 30 (s, 
3H), 4. 05 (s, 3H), 4. 06 (s, 3H). 6. 24 (s. 2H), 6. 
28 (d, J = 5. 1Hz. 1H), 6. 94 (s, 1H). 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9-7. 5 2 (m. 1H), 7. 58 
(s, 1H), 7. 64 (s. 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
M»*r* (ESI-MS, m/z):4 7 6 (M'+l) 

mmm4 1 : n- u-r (6, 7-^h^>-4-^u>) :t*->i-2, 

5-y/f;V7i>JH - N ' - (3-7MP-2-^h^->7x-Jl/) 
7 

4-[ (6, 7-^* h*->-4-*/ 2, S-i?*7-)lsT- 
»J> (1 0 Omg) £?on*;UA (1 Oml), MJx^T^ (1ml) IZ 
mMLtzfe. ~J!7nn*?>\Z®mLtzhVft7>y> (9 2mg) £in*_T3 0 
ftr^&Tflt&Lfz. ^iz3-y)U^rn-o_-7=.^^> (4 4 m 1) *KK7L. 

Tt#bn7c8s£&. ^□□*W7th> (2/1) TM^f-5->U^^r;U^ 
DVh^^^-lCcfcO^U^fi^fc&^Srl 2 6mg, J|X^8 3%Ttf£. 
'H-NMR (CDC U 4 0 OMHz) : d 2. 16 (s. 3H), 2. 27 (s. 
3H), 3. 83 (d. J = l. 7Hz. 3H), 4. 04 (s, 3H), 4. 07 
(s, 3H), 6. 31 (d. J = 5. 1Hz, 1H). 6. 7 4- 6. 7 9 (m. 
1H), 6. 9 7 - 7. 0 3 (m, 3H), 7. 44 (s, 1H), 7. 57 (s. 
1H), 7. 60 (s, 1H), 7. 66 (s. 1H). 8. 0 2-8. 0 4 (m. 
1H), 8.4 8 (d. J = 5. 1Hz, 1 H) 

K*##HI (ES I —MS, m/z) : 4 9 2 (M' + 1) 
HMflM 2 : N- (4-f (6, 7-vpt h*->-4-*7 U;U) ^->1-2, 
S --7*^Jl/7xX;U) -N ' - (2 -^JU7x-;[,) 91^7 
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4 _[ (6, 7-5>* h*v-4-*/lUP) **v]-2, 5 - v^^I/J^ 
ij > (i 0 Omg) *>7UU-fc)Vk (10ml) CjjftPU o.- hJM'JH > V>' 

7*- h (46/ii) sioATifiT-iftJBH/fc. static ^^y-;u&jp a. 

«JETJ6MC*«*^T»5nfcai**, £DO*;i/A/7izh> (2/1) TJ£ 
ffl^%isVft7)\spn-?h!f77 4-lz£r)mmL,mm<D<\:£%}$:l l lrag. 

'H-NMR (CDC 1), 4 0 0MHz) : 52. 12 (s , 6H), 2. 26 (s, 
3H). 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz. 1H). 6. 77 (s, 1H), 6. 81 (s, 1H), 6. 91 (s, 1H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H). 
7. 42 (s, 1H), 7. 59 (s, 1H), 7. 63 (d, J = 7. 8Hz, 
1H), 7. 68 (s, 1H). 8. 43 (d. J=5. 4Hz. 1 H) 
K*##HI (ES I -MS, m/z) : 4 5 8 (M'+ 1) 

mmm* 3 .- n- (4-r (6, h*->-4-^y u;» ^^1-2, 

4 _[ ( 6> 7-y^h + ->-4- + ;'J;W ^"+->]-2, 5-v;*3MU7^ 
'J> (10 Omg) £2 A (10ml) 2-^h^->7xZ 

MVy7t-F (49m 1) SjbPAT— iftJHJSRJBSELfc. S/fcScl;:**/— Jl' 
£iPX.< 8*EETJSa*S=fe^T»6tlfc»$4, * o o*;i/A/7-fe h > (2/ 

'H-NMR (CDC1 >, 400 MHz): 6 2. 14 (s, 3H), 2. 24 (s, 
3H), 3. 75 (s. 3H), 4. 03 (s, 3H), 4. 07 (s, 3H), 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4-6. 8 7 (m, 1H), 6. 95 
-7. 03 (m, 3H). 7. 06 (s. 1H), 7. 44 (s, 1H), 7. 56 

(s. 1H), 7. 61 (s. 1H), 7. 63 (s, 1H), 8. 17-8. 20 

(m. 1H). 8. 46 (d, J = 5. 1Hz, 1 H) 
K*»#fffl (ES I -MS, m/z) : 4 7 4 (M'+ 1) 
*ffigU4 4 : N-(5-7D^-6-^^-2-eUv;U)-N'-(4-f(6, 
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7-y/h^y-4-^/'j;W ^->]-2, 5-y^fJI/7i_;i/) 

4-[ (6. h*i/-4-*y U;P) **->]-2, 5-y7W- 

U> (1 0 Omg) *^nn*;PA (10ml), h 11x3^75 > (1ml) 
jg#Lfcfg/S>*Dn**>fc»#Lfchy#*y> (9 2mg) £fla*T3 0 

^t6-75y-3-^n^-2-^5 1 ;HfUv> (6 9 
mg) SUP*., MT— Bfe«#Lfc. EJ&ftfcffifD#K#*± MJ £A*»#£ 

tfriiJLfcfeilSaiSlU SHOfl:^tt*8 Omg, JR*4 8 

'H-NMR (CDCl^OOMHz): 52. 18 (s, 3H), 2. 42 (s. 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 
3H). 6. 34 (d, J = 5. 4Hz, 1H), 6. 57 (d, J = 8. 5Hz, 
1H). 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1H), 7. 
70 (s, 1H). 7. 74 (d, J=8. 5Hz, 1H). 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H), 11. 17 (br, 1 H) 
K*#*ffiS (ESI-MS, m/z):5 3 7, 5 3 9 (M'+ 1 ) 
SltBW4 5 : N- (2. 6->?* — N' - (4-f (6, 

7-5?* h^->-4-*7 U;U) ^-^vl-2, 5-y7f^7z-iP) frU7 

4-[ (6, h + ^-4- + yj;u) **«>]-2, 5-:x*^;U7x 

<J> (1 0 Omg) ^^OD*;i/A (1 Om 1), h l)X?\>U75> (1ml) \Z 
feMLft'ik. no LfcMJ#*y> (9 2mg) £iD;LT3 0 
#IBJMTfl8#Lfc. ^fC3-75/-2. 6-^pt h^tf'J v>(7 Omg) 

□ o*Jl/ATttffiU *oo#;i,AJl£«EBS*HJ9AT$£i&Ljfc. MffTM 
£@£LTf#bnfc9!££. iJ>fi<0£aajfc;i,A£8#U *:c*iOi-r 
;U£iO;Lfc. IfftBLfcJSSSaflJlL. III^Ml2 4mg. i|K^7 9%T 

'H-NMR (CDC U 4 0 0MHz) : <5 2. 17 (s, 3H). 2. 27 (s, 
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3H). 3. 89 (s. 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4. 
07 (s. 3H), 6. 31 (d. J = 5. 1Hz, 1H), 6. 34 (d. J = 
8. 5Hz, 1H). 6. 36 (s. 1H), 6. 74 (s, 1H), 6. 99 (s, 
1H), 7. 44 (s. 1H). 7. 57 (s, 1H), 7. 60 (s, 1H), 8. 
20 (d. J = 8. 3Hz. 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 
M##H6 (E S I -MS, m/z) : 5 0 5 (M*+ 1) 

mmm4 6 ; n- (4- [(6, 7-v* r-*->-4-*y u;u) - 2. 

4- [(6, 7-^h^v'-4-^/'j;i/) -2, 5-v^^;i/7- 

U> (lOOmg) £:?po*;UA (4ml) 4-*h*->7x 
V->7±- h (60m 1) SriBATMT-lftSJ&Lfc. MEETi£$£g 

JraA,.ffidJLfcftB£©5lffliBU MOft^ftS 1 1 Omg. JR^74%TI# 

•H-NMR '(CDC 1 j, 4 0 OMHz) : 0 2. 07 (s, 3H), 2. 26 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H). 6. 
39 ( d> j = 6. 1Hz, 1H). 6. 80 (d. J = 9. OHz, 2H). 6. 
87 (s. 1H), 7. 36 (d, J = 9. OHz. 2H), 7. 55 (br, 1 
H), 7. 62 (s, 1H), 7. 67 (s, 1 H), 7. 80 (s, 1H). 8. 
19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 
Stft#flHI (E S I — MS, m/z ): 4 7 4 (M'+ 1) 
^«W4 7 :N- (4- [(6, 7 -y* H*~>-4-*7 Ujj/) j^vj -2 

--Hd7x-;m -n' -^Dbf;i/^ix7 

4- [(6, 7-v* K*->-4-*>"JJW -2--h07-UXl 
50mg) ^^DDWA (10ml), HJ X3MI/7 5 > ( 1 . 5ml) 
bfctg. ?DD#;kMCiS#Lfc r- 'J*^y> (14 4mg) SriDAT, jbn&a 
ffiZSftffllsfCo ^lCn-7'Ptf)U7 5> (3 1mg) fciPAT. £ blcM&I 
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*;i/A/7-fe h> (4/1) T?mmtZ> : sVX?)\'>7U^Y>f774-\Z£.V)m 

SU %m(Dik&V>}%: 1 6 Omg, W8 6%Tf#ito 

'H-NMR (CDC 1», 40 0MHz) : 6 1 . 01 (t, J = 7. 5Hz, 3 

H) . 1 . 5 9- 1. 6 9 (m, 2H) ? 3. 2 7-3. 3 4 (m, 2H). 4. 

05 (s, 3H). 4. 06 (s, 3H), 4. 95-5. 01 (br, 1 H)., 6. 

47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 
(d,J = 2. 7Hz, 1H), 8.. 53 (d,J = 5. 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz. 1H). 9. 7 4- 9. 7 9 (br, 1 H) 
nMftW (FD-MS. m/z) : 4 2 6 (M*) 

mffiM48 : N— (2. )\s*U7 3L~)V) — N ' - {4- [(6. 7 -v 

y h^->-4-*/'j;i/) ^-^->3 -2-- ho7x-;u} fri/7 

4- [(6, b*->-4-*/ LUP) ^->] - 2 -H h D 7^'J >( 1 

0 Omg) ^pp^A (10ml), h'jx^75> (1ml) iZfeMLfz 
£ p P^Jl/AKj^Lfc MJ**y> (9 6mg) £fln*.T, JD^M^E^ 5 
fl^Lfc. *l:2, 4-y7MD7^U> (4 5mg) ZtiUTiT, dicing* 
MtiHZ 1 iftLfc. EfciUEKffifn&KTlcjfc?- h 'J £A*iSifc V2±C# 
j#L. >?DO*MTltBLt. *JET88£S5fcLTl*&ttfc»££, £pp 
*JUA/7-feK> (3/1) TSBB"rs»S^U*y;^ovh^77^-JC«k 

'H-NMR (CDC U 40 0MHz) : 64. 05 (s, 3H), 4. 06 (s, 
3H). 6. 50 (d,J = 5. 1Hz, 1H), 6. 91-6. 98 (m, 3H), 
7. 45 (s. 1H), 7. 49 (s, 1H), 7. 5 0 - 7. 5 4 (m, 1 H), 
7. 8 8- 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J=9. 3Hz, 1H). 9. 
9 8 (s, 1H) 

Hfifrflffi! (FD-MS, m/z) : 4 9 6 (M') 

9 : N- {3. 5 - i?{7 □ □ - 4 -f ( 6 , 7 - is* h*~>- 4 
Ujk) ttx17xZ;W - N ' - (2, 4-v7Jl/tQ7x^) U7 

3, 5-->*^PP~4-[ (6, 7 h*->-4-*V »j;W ^v]7Z 
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•J> (5 3mg) &t>uu-fc)\,h (5ml) 2, 4-y'7MD7i 

:MV->7t-h (34w 1) *to^T-®M?mmV1Z. ffiJ£T®M&%£ 

LT'&ztitzmzz, tuu-fchk/T^yy (2/i) Tf««!-r*'»j*y;p 

^□7h^77-f-l:«):0ttfiU SiOft^** S6mg,K$74 %Tf#£„ 
'H-NMR (CDC 1 4 0 0MHz) : 5 4. 05 (s, 3H), 4. 09 (s, 
3H). 6. 26 (d, J = 5. 4Hz, 1H). 6. 8 6 - 6. 9 3 (m, 2H). 
7. 05 (s, 1H); 7. 44 (s, 1H), 7. 46 (s, 1H), 7. 60 (s. 
2H). 7. 64 (s, 1H). 8. 01-8. 05 (m, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

MM (FAB-MS, m/z): 5 2 0, 5 2 2, 5 2 4 (M'+l) 
gllfeffil 5 0 : N - (2, 4->'7MD7i-^) -N' - (2-7)V*a-4 

7x.-)l) V±Z 

N— (2, 4-x7WD7i^) -N ' - {2-7;^D-4- [(7-t 
KD + S/- 6 h*i/-4-*rS l )M 7i^JH')l/7 (2 Omg), 

j^K*U^A (7mg), 3£{fcx h y-n-^fryy^-VA (2mg). N 
- ^UzKU^ttat* (lOmg) £N, N-v^^WU 

A75H (lml) JC«»L7 0TCT-l«««iLfc. S«ttCffllD«K**^ h 

;-JK3 0/1) TSIHr5»li->>J*y;^DVh^77^-C«fcO«S!L. 
£B©{fc-&«»£l 4mg, JR$5 7%Tf#7c. 

'H-NMR (CDCl>,400MHz):<52. 57 (t, J = 4. 4Hz, 
4H), 2. 88 (m. 2H), 3. 69 (t, J=4. 4Hz, 4H), 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d, J = 5. 
1Hz. 1H), 6.. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s, 1H), 7. 4 
3 (s, 1H), 7. 9 6 - 8. 0 2 (m, 1H). 8. 13-8. 17 (m, 1 
H), 8. 44 (d. J = 5. 1Hz, 1H) 

H$;ff!j5 1 : N- (2-^DD-4 - { [ 6 - * h*->- 7 - (2-^U;i 
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-4-^7 U;H tti/} 7x-jU) -N' - (2, 4-y'7MP7 
X-JU) -7 1x7 

. N-{2-£OD-4 - [(7-kHD+y-6-^ b*v- 4 U JP) * 
7x-;H -N' - (2, 4-y7MD7xZJW >7^7 (1 7 4mg) 
fcN. N-v7WM75H (9ml) fcJS#bifc&, «K*U!>A (64 
mg), 3 C7ftf h 7 - n - 7*^7 > ; E- , 7 A (14mg). N- (2-^dd 
JL^JV) *;1>*U>*M«[ (8 6mg) SJjD^fc. 7 0DT1 7P#M£N&. £ 
^iKUffifP^KTkSR^-h'J^ATKJSiBcSlnA, £ AT&itSU 7PO* 
;UA!£*S*B&&:>- h 'J C7A-CftJaLfc.«£ET»JSESS*UTt#6nfc3S$*. 
/7DO*JUA/^^y-;i/ (2 O/l) TBI!llt5y'J*Wn? h^77^ 

'H-NMR (CDC 1 j, 4 0 OMHz) : 6 2. 6 0 -2. 6 7 (m, 4H). 
2. 95 (t, J = 6. OHz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t. J = 6. OHz, 2H), 6. 50 (d. J = 
5. 1Hz. 1H), 6. 8 5- 6. 9 7 (m, 2H), 7. 09-7. 17 (m, 
2H), 7. 2 2 - 7. 2 7 (m. 2H), 7. 42 (s, 1H), 7. 50 (s, 
1H), 7. 97-8. 01 (m. 1H). 8. 28 (d, J = 9. OHz. 1H). 
8. 5 1 (d, J = 5. 1 Hz, 1H) 

R*»*ftt (ESI-MS, ra/z): 5 8 5, 5 8 7 (M'+ 1) 
%flK09 5 2 : N- (2, 4-y7MQ7i^) — N ' - (4 - {[6-^h* 

->-7- (2-wjyih^y) -4-^yj;u] -2, 5-^ 

N- (4- {[7 - <.<>i?)U**i') -6-*h*is-4-*; UW 
-2, 5-y^^7i-^) -N' - (2, 4-y*7MD7i-;H "7^7 
(3 6 6mg) £N, N-y/fWA7SH (6ml) Cig#U #B£fb/t 
7>"7A (3 6 6mg) £iQ;L. #*£H^TMT 1 8fc»#Lfc. iH&ET?g$ 
*gSL^DD*;l/A. *2 S-MzmffiL. -ty^ FliSl^. MEET 
S&fcgSLTfl&nfcgi;* (2 13rag), M'J^A (1 0 9mg). 3 "7 
•ffcx F7-n - 7*3^7 ^-"^ A (1 2mg), N — (2-^DOi?j|/) ^ 
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*U>*»ai (7 4mg) £N, N-^fMM75H (5ml) 
l/r#&*lfcJ8Sfc. ^onfcJUA/;* (10/1) TSHir<38JI>' 

'H-NMR (CDC 1 j, 4 0 OMH z) : 6 2. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. 0Hz, 
2H). 3. 76 (t, J=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. 0Hz. 2H), 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s. 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

mmms 3 : n- (4- {[6-* h*->- 7 - (2-wj;xh^-» -4 

^->} -2, 5-y^fJI/7x-JI/) — N ' - (2-^h^y7 

n — (4- {[7- (^>^;m-*«» -6-^ h+y-4-+;u;i'] 

-2, 5-x^^7i-W — N' - (2-* h^->7i-)W t?V7 (3 6 
3mg) N-y^fMM75 H (6ml) \zmffiL. 7jc&<b/<7^«7 

A (3 6 3mg) *1DA, 7KiHiITlSTlM^Lfc. fcJET&flteSS 

S£LT&&nfc8<£ (19 1mg). ^TJ'J^A (2 1 9mg). 3Uftfh 
7-n-y^;U7>^E-^A (1 2mg), N- ( 2 - £ □ PX3MU) ; E;i/*U> 
(14 8mg) N-y/f^MTS K (5ml) iZ®ML7 0 

DTltffiffLfc. «ETS*iE&e*U fffcftfc^SfCTjcSriin*.* oo*JUA 
TlfifiSU *DD:ftJkkJi«:fclS:fHJ£ATeiSftLfc. tfiJET?g$£i££LT 

^□□^;i/A/^^y-;i/ (10/1) TjRWf*»Ji^'j* 

WD7h^'77^-l:,):0ilL, SlOft^lOlmg, JR^5 5% 
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'H-NMR (CDC U 4 0 0MHz) : <5 2. 17 (s . 3H), 2. 28 (s, 
3H), 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H), 3. 76 (t. 3=4. 6Hz, 4H), 3. 83 (s. 3H), 4. 04 
(s. 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 8 6 - 6. 9 0 (m, 1H), 6. 9 6- 7. 0 6 (m, 3 
H), 7. 16 (s, 1H), 7. 43 (s, 1H). 7. 57 (s, 1H). 7. 
59 (s, 1H),8. 11-8. 16 (m, 1H), 8. 46 (d, J = 5. 4 
Hz, 1H) 

jgMW5 4 :N- (2-gcm-4- U6 h^'>~ 7 - (2-*h^->X 
-4-^;UJW-» 7xn;U) — N ' - (2, 4-5?7JM-D7 
x~JU) $_LZ 

PtT-JVZJVtti'l* (2ml) lC7jc^b^- h U^A (6 0w%, 1 5 3mg) 
feUDA, 6 0n?3 0Wttfil:U 4-75/-3-^DD7x;-M 
(3 4 3mg) fciQA^zSTl 0#«#Lfc. ^fc^^TJU**^ K (2 
ml) \zmm\sfc4 -2 an- 6 - * h*->-7- (2-^h*yih+y) * 
y«J> (2 5 4mg) £*n*. 1 1 0CT*-«#L7c. E&ttlwTKSJDA* □ □ 

*;UA/7-feh> (7/3) TJHBB-rs->U*y^nTh^77-f-K:J:0» 
S3U 2-^OD-4- {[(6-*h*->-7- (2-/h^->Ih^-» -4 

^8 3mg^^DDMA (5ml) fc&flU 2, 4-y7Mo7i_;i' 
-YV->7^- h (3 2// 1) StoAT-ttMfcfiSbfc. MJE~R£&£lg£LT 

V \>?7 74-\Z&1)ttmis> %m<D{t&®$: 5 0mgf#3t. 
'H-NMR (DM SO- d.. 400 MHz) 53. 75-3. 7 7 (m, 2H), 
3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H). 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4 - 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m. 2 
H), 7. 42 (s. 1H), 7. 50 (s, 1H). 7. 51 (s. 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d, J = 9. 0Hz, 1 H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 
mmm55 :N- (2-^PD-4- (r6 h^->~ 7 - (2-^h^xX 
-4-=fc7 LUW^v) 7x"JU) — N ' - (2-^^->7iIJl/) 

frl/7 

S^^t^l/zMf^F (2ml ) ^7K^k^h'J^A (6 0w%, 1 5 3mg) 
6 0^T3 OtfTO&MKU 4-75/-3-^D07iy-JH 
il(3 4 3mg) fciOA^STl 0#j$#Lfc. #1;: vpWU7JU**-> H (2 
ml) \Z®mistz4-?UO-6-* h + (2-* h*->Xh*v) * 

y«J> (2 5 4mg) SriDA 1 1 OtT-»WLfc. £Ml;i7j<£j!n*.£ □ □ 

/ft;i/AT&thSL£&. 2 an-fc)i&m*mum&7k%j- h U ^ATKit&TSfc&U 

^)lA/7±h> (7/3) TJggg-r*'>U*y>^a-7h^7 7^-l3«i;0^ 
ffllU 2-^PO-4- {[(6-* h*v-7- (2-* h + ->Xh + -» -4 
/ U;U]^-» 7=U>*i4riE«lti**S^tt3 3 2mg$Hfc.>0 
5^8 3mg^^DO*;^ (5ml) fcig#U 2-^h*^7x-MVv 

7^-- h (35a i) ^iQ^x-mummmbtzo »et»*K£S5£ut»&*i 

ftf&ZZ* ^7DO*W7th> (2/1) nmffl?Z>i' i J*itfWn-?h{f 
^^-iCJcDfitglU 3E§l£>fl;/&#l£3 lmgfffc. 

'H-NMR (DMSO-d., 4 0 0MHz) 6 3. 7 5- 3. 7 7 (m, 2H). 
3. 90 (s, 3H), 3. 94 (s. 3H). 4. 2 7-4. 2 9 (m. 2H), 
6. 55 (d. J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m, 3H). 7. 
2 4- 7. 2 7 (m, 1H), 7. 42 (s, 1 H), 7. 48 (d. J = 2 . 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 99-9. 
0 3 (m, 2H) 

^MigiJ5 6:N- (2, 4-/7MQ7i^) ~N' - (4- {f6-*K 
=E->- 7 - (2-^h^->Ih^-» -4-4;'JJ^y) -2, 3-vpt 
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N — (4- {[7- (^>v;M"*->) -6-/ h*$s- 4-*/ 
-2, Z-*J*?-)V7x.—)V) -N* - (2, 4-/7MD7iZJ|/) ^L^7 
(2 1 3mg) &N, N-y^WJl/A75 K (5m 1 h HJX^;W75> (1 
ml) IC^IU imitn^i/Oh (4 0mg) £iDA> 7j<3if?BmTMT- 

JETiSttE*SSLT»6nfca* 184mg05^09 Orag^N, N-v;*? 1 
;i^;UA7S Ml. 5ml ) £Jg#L. fuCK^'J^A (3 2mg), 3»7 
fk^h7-n-7*^;i'7> ; Er:^A (7mg), 2-7D€IfJMf;H-fJl' 
(3 2mg) £2JD;L. 7 O'CT-lftfttfLfc. EJ&«K:fi&?D&B6*3t§:J- h U -7 A 

T?«£« Lfc. MffiTi£$£f££LTt#bttyt^£ fc, * UUH^)VK/7± h>(2 
ttS 1 1 Omgllfc. 

'H-NMR (DMSO-di, 4 0 0MHz) : 6 1. 9 7 (s, 3H), 2. I 
7 (s, 3H), 3. 31 (s, 3H). 3. 70 (t, J = 4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 (d, 
J = 5. 1Hz, 1H), 6. 9 5-6. 9 8 (m, 2H). 7. 22-7. 31 
(m, 1H). 7. 34 (s, 1H). 7. 5.1 (s. 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m. 1H), 8. 36 (d, J = 5. 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 

mmms 7 :n- (4 - ir6-* h*->-7- (2-^ h^^ih^y) -4 

-^y'JM^y) -2, 3 -->V^;i/7x-Jl/) — N ' - (2-^h^->7 

n- (4- {[7- (^>->*;i/**-» -6- / h+->-4-+y u;P]^-+*>} 

-2, 3-VW7xr;W — N ' - (2 h*/7xZjH -71^7 (16 
lmg) £N. N-y^fWA7S K (4ml), h'Jl^75Xlm 1 ) 
iCigjBL. 7Mn7y9A (3 2mg) SrlinA., #3fcf£H&TMT— 

*«6e*LT»-6tifc5S$ 2 2 3mg(0^^© 1 1 0mg£N, N-S**^* 
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(1. 5ml) ttgffU ^CCes®^ U -7A (23mg), a^bx 
Vy-n-^J-Jljy^-Vk (5mg)> 2-7'D€lfJM?;H-rJl/ (2 
3mg) £;to;L> 7 0 c CT-&jg#L£:. £Jft*j£lCt§*Q^&7j<^ MJ ^A?^ 

mLfz. ®E.T®m&%£vc&*>tLrzj$2z. ^□D*M/7th> (2/ 

^8 9mgife. 

'H-NMR (DMSO-di, 4 0 0MHz) : 5 2. 0 0 (s, 3H), 2. 1 
7 (s. 3H), 3. 70 (t, J=4. 2Hz, 2H), 3. 83 (s. 3H), 
3. 90 (s, 3H). 4. 22 (t, J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz, 1H). 6. 81-6. 88 (m. 2H), 6. 94-6. 97 
(m, 2H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 58 (d, J = 
8. 8Hz, 1H). 8. 07 (d, J=8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz, 1H). 8. 48 (s, 1H). 8. 58 (s, 1 H) 
mm&lS 8 : N- (2, 4-y7^D7x-Jl/) -N' - (4 - {[6 
jy-7 - (2 h^->X h*->-4-5V ^^->} -2, 5~v^^ 

n— (4 — {[ 7 - -6-^ h+v-4-+yj;u] 

-2, 5-->7fJl/7x-^) — N ' - (2, 4-y7MD7xlJW "7^7 
(3 6 6mg) &N, N-->7fWM75H (6ml) Tkgtft/'? 
^v^A (3 6 6mg) £*D;i, 7KI#iraiSl:lMj$Lfc. MJ£T?S$ 
^S^L^dd^^A, J-)Mz®MLs t^-ThiliLfc. &tc:> Ml£T 
LTtfbnfcSI 2 (2 13rag), ^&£U£A (1 0 9mg). 3 "7 
{tx h7-n-7*5 1 ;U7> ; &- , 7A (1 2mg). 2-7*D ; EX5 : jM^l'X-T 
;U (40m 1 ) *N. N-^tWI/*;UA7$ K (5ml ) K**L7 0*CT1 

^no^AJlSJilEBS^h'J^ATKiftLfc. M/ET?f LTttbtt 

^do*;ua/^^/-;i/ (10/1) •vmmtznmi' 

□ T h^77-f -£«fc0t*B!U £M<Dit£y>& 1 2 4mg, JR35 7 3XT»fc. 
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'H-NMR (CDCl,,4 0 0MHz): 52. 17 (s, 3H), 2. 2 6 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H), 4. 03 
(s,3H). 4. 34 (t, 3=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1H). 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H). 7. 0 
0 (s, 1H), 7. 43 (s, 1H). 7. 55 (s, 1H), 7. 57 (s, 1 
H), 8. 0 5-8. 14 (m. 1H), 8. 4 6 (d, J = 5. 4Hz, 1 H) 

nmftffiM (E SI-MS. m/z) : 524 (M*+ 1) 
HM0U5 9:N-(4-([6-* h^->-7- (2-* h^yXh^y) -4- 
±121M ^*'>1 "2, 5-y7f^7i^) -N' - (2-/h^y7x 

N- (4- {[7- (^>v;M-*-» -6-* h*S/-4-*y UJl/] 
-2, 5-y7^7i^) — N ' - (2-^h^y7x"^) £1^7 (3 6 
3mg) £N, N-y^fiWA7SH (6ml) #BMfc/t55>2 
A (3 6 3mg) ^JQtLn 7k^l?ffimTgr£-C I 1 ift$#Lfc. fcffiTJSiiSSS 
L^pp^A, JPfcigflPU KHHflLfc. zitETi£&£ 

S*LTf»&nfc»S (19 1mg). ^SiJ'J^A (HOmg), BOity'b 
y-n-yj-Jiyy^-OL. (1 2mg), 2 - ^Dtl^MfJH- xJP (8 
Omg) £N, N-y7?MM7S H (5ml) £i§fl¥L 7 0*CT 1 M# 

ZumbJll*/ (10/1) Tllt5liyWyj^D7h 

'H-NMR (CDC 1 1, 40 OMH z) : 6 2. 17 (s, 3H), 2. 28 (s, 
3H). 3. 49 (s. 3H), 3. 83 (s. 3H). 3. 90 (t, J=4. 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz. 1H), 6. 33 (s, 1H), 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s. 1H), 7. 43 
(s. 1H). 7. 56 (s, 1H), 7. 58 (s, 1 H), 8. 12-8. 17 
(m. 1H). 8.4 5 (d, J = 5. 1Hz, 1 H) 
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«*#*HI (ESI-MS, m/z): 518 (M*+ 1) 

:N- (4- {\7 - (_^>2M^±1 - 6 - * 4 
>JJVg*±} -2, 3->7^7xZ^) — N' - (2-^^^7i^) 

OUT 

4 _ { [7 - (^>v;M-*-» -6-^h + ->-4-^yUJ^+y) -2. 
3-v^^;l/7->J > (2 6 Omg) £N. N-y/WM75 H (5m 1 ) 
£j£#L&& 2-^h^r^7i-MV-/7t-F (116mg) SrJP^T^ 

ATffltHU ^□□^UAP^^XBSt^^^^v^AT^Lfe. MEETS!** 
g£LT#£ft£J$££> i7Dn*;WA/7-feh> (2/1) TJilir3"5iiJI-> 

7 

'H-NMR (DMSO-d., 4 0 0MHz) : 6 1. 99 (s, 3H). 2. 0 
2 (s, 3H), 3. 83 (s-, 3H), 3. 90 (s,3H). 5. 25 (s, 2 
H), 6. 18 (d, J = 5. 3Hz, 1H). 6. 81-6. 87 (m, 2H), 
6. 95 (d, J = 6. 1Hz, 1H). 7. 2 9 - 7. 5 9 (m. 7H), 8. 
07 (d, J = 6. 1Hz, 1H), 8. 35 (d. J = 5. 3Hz. 1H), 8. 
4 8 (s. 1H), 8.5 8 (s. 1H) 

mmme 1 : n- { 2 -»dq-4 - [(6, hti/-4 -^t'/'J^) 

*jPvj 7i-JM — N ' - (2, 4-y7MD7i^l frl^7 

2-/7DD-4- [(6. 7-v^h^->-4-^V'J-^) 7-U 
> (2 14mg) £^pd*;UA (5ml) Cjg*PUfc&. 2. 4-->*7JM"D 
7xZMV>7t-h (18 0^1) $iDAT7 0'CT'4B#P B 1S^L^. -^d 

g, JR^4 6 XTUfc. 

'H-NMR (DMSO-d,, 4 0 0MHz) : (5 3. 98 (s, 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H). 7. 2 8 - 7. 3 7 (m. 
2H), 7. 40 (S,1H), 7. 56 (s. 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1 H). 9. 30 (s. 1 H) 
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Ka##H! ( E S I —MS, m/z) : 4 8 7, 4 8 9 (M' + 1) 
mmmd 2 :N-{2-gan-4-[(6. h 4 -*^/'J 

^->] 7x-;W — n ' -ypfc^fri/T 

2 -?DD-4- t(6, 7 -v* h^->-4-^±V r U-;U) 7-U 
> (5. 1 3 g) A (10 0ml), MJX3MU75 > (50ml) 

£DD*;PA (3ml) Mbfch'J^y^ (4. 5 9 g) 
ZHQ?LX3 0ttr*m&Ltc a ^{Cn-7*Dlf;U75> (2. 7 4 g) ZMZX> 

£@£LT*#e>n*:3i£^ zuu*)\,h/*t> j-)]/ (5o/i) x-mmtz 

h?'?7'{-iz£t)ffimis. mm<Dik-&y>& 4 . i4g. 

6 4%Tf#£. 

'H-NMR (DMSO-d,, 4 0 0MHz): 60. 91 (t, J = 7. 3 Hz, 
3H), 1. 41-1. 53 (m, 2H), 3. 05-3. 12 (m, 2H), 3: 
97 (s, 3H), 3. 99 (s, 3H). 6. 99 (t. J = 5. 4Hz, 1H), 
7. 22 (dd, 5 = 2. 7Hz, 9. 0Hz, 1H). 7. 38 (s, 1H). 
7. 46 (d, J=2. 9Hz, 1H). 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d, J=9. 3Hz. 1H), 8. 55 (s. 1 H) 

fffi##HI (ES I -MS, m/z) : 4 1 7 (M'+ 1) 
Hi{fifll6 3 :N~ (4-f (6, 7 - y^ h4->- 4 -^t7'J^) ^^->17 

i-M — n' -x^t/frt^ 

4 - [(6, 1 -V* h^->-4- + ^yj-;l') 7-'J>(5 Omg) 

j^DDWA (3ml), N'JX^;i/7S> (0. 2ml) \zmMVfzm. ?u 
O^Ai:^WchU*7y>(5 0mg) $riPAT^iST3 OftfmftLfz. 
^{IX^75>ig^m (6 9mg) ^iDAT. $ £>f::^z&T-M#L£. £ 

§S!U ilcM^l Omg, 6 %Tf#/Co 

'H-NMR (DMSO-ds, 4 0 0MHz) : 61. 07 (t, J = 7. 3H 
z, 3H), 3. 11-3. I4(m, 2H), 3. 9 7 (s. 3H), 3. 9 9 (s, 
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3H), 6. 10 (t, J = 5. 4Hz, 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H). 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 (br, 1H), 8. 53 (s. 1 H) 
JfS##TfiI (E SI-MS, m/z) : 369 (M + + 1) 
mmM6 4 :N- (4-f (6, 7 -V* h*zs- 4 -*±V *)=.)[,) £*212 

x_;H — n' -yae;K7l^7 

4- [(6, 7-$>* h^->-4-^^"VU-;l/) 7-U> (5 Omg) 

^^□□^;i/A (3ml), h'jX3\>|/75> (0. 2ml) C^Lfct, i'O 
D*;kM::j£fl?kfcHJ**y>(5 Omg) £iDATiST3 o#ra«#Lfc. 

^IZ7 P Dtf;l'7S> (21mD ^*DATv ^tlilt-«!l»Lfc ( gjftM 

(c^ ^ y -;i/§JDA, £ p p*;kk/y ^ y -;PTSWfSHPLcK:«fc o»« 

mm <D 3 Omg, iR^4 7%Tt#fc. . 

'H-NMR (DMSO-de, 4 0 0MHz) :<50. 89 (t, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4-3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t. J = 5. 9Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H). 7. 46 
(d, J = 9. 0HZ..2H). 7. 55 (s, 1H), 8. 48 (br, 1H), 
8. 5 3 ( s , 1 H) 

KMfttirM (E S I —MS, m/z) : 3 8 3 (M*+ 1) 
HMffJ6 5 : N-T^U-N' - (4~r (6. h*S"- 4 =. 

4 _ [( 6> 7-e;y, h*->- 4 -*^/U 7-U> (5 Omg) 
Ji?DDm (3ml). HJX3Ml/75> (0. 2ml) \z®mLtc'&. $n 
n-fcJb&izmMlsfzh !J*xy>(5 Omg) *i)0*TMT 3 O^IHMft^Ufc. 
^!C^'5 1 ;i'75> (2 2m 1 ) &tna.T. 4 6CijaT-*«ifLfc. EffiSnc: 

y * y -;u£iD;L, * ddma/^^ j -jUTSWTSHPLct «fc o»«u 

aHO{k-&tt*2 9mg. JR*4 3XT#fc. 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 6 0. 91 (t, J = 7. 3H 
z, 3H). 1. 2 8- 1. 4 7 (m, 4H), 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s. 3H), 6. 12 (t. J = 5. 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H). 7. 37 (s, 1H), 7. 46 
(d. J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br. 1H). 
8. 5 3 (s , 1 H) 

M*##fffi (ES I -MS, m/z) : 3 9 7 (M + + 1) 
3jMM6 6 :N- (4-f (6, 7 -y* h*->- 4 U XjP) ^->17 

-n' -^>^^l/7 

4- [(6, 7 -5?^ b*is-4-*i-VV-)l) 7-U> (5 Orag) 

££Pd*;i/A (3ml), HJX3Ml/7S> (0. 2ml) tdjg^Lfclg, 
□ *)UAlC?tfi?L£: h U*xy>(5 Omg) SiDATlST 3 0 ^JS^Lfc. 
^{C75;i/75> (2 6 a 1 ) £iD*.T, £ £KMT-(ftjg#L£ 0 

^rnvHt^tfo* 2 lmg, 45^3 0 

'H-NMR (DMSO-d 6 , 400 MHz): 50. 89 (t, J = 7. 1H 
z. 3H), 1. 2 7- 1. 4 7 (m. 4H). 1. 41-1. 48 (m. 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s. 3H), 3. 99 (s, 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d, J = 9. 0Hz, 2H), 

7. 37 (s. 1H), 7. 46 (d, J=8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 47 (br, 1H), 8. 53 (s, 1 H) 

Kfi##HI (ES I -MS. m/z) : 4 1 1 (M* + 1) 
mmm6 7 : N- (sec-T^U) — N' - {4-f (6. 7-y^h^-4- 

=Ej-yu-;i/) ^-^->i7x-;i/} fri^7 

4- [(6. 7-v* h + v-4-^^yj^) 7-UX5 Omg) 

(3ml), MJx^;P75> (0. 2ml) \zmMLtc'&, ?a 
n-fcJlsl±\zmf®Ltz h U**y>(5 Omg) £JP;iTMT'3 0#M#b7c. 
^Ksec-T^Jl^S > (23a 1 ) £iDAT, $bl:MT-Mjf Lt. £JS ' 

mz* * j -;i/*jjda. ? □ o^^a/^ ? / -^T-a^T^HPLcici o nm. 

L, IKOit^3 3mg, W4 9%T#feo 

'H-NMR (DMSO-ds, 4 0 0MHz) : 6 0. 88 (t, J = 7. 3H 
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z, 3H), 1. 08 (d, J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H). 3. 5 8- 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s. 
3H), 5. 98 (t, J = 8. 1Hz, 1H). 7. 15 (d. J = 9. 0Hz, 
2H), 7. 37 (s. 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H). 8. 38 (s, 1H), 8. 53 (s, 1 H) 
KiMl (ESI-MS, ni/z): 3 9 7 (M + +l) 
H2t£ffl]6 8 : N-7'J^-N' - (4-f (6, 7 -is* h*js- 4 -^7U - 

4 - [(6. b*i'-4-*i-V , )-M 7- 'J >(5 Omg) 

£^od*;UA (3ml), HJX3MI/7S> (0. 2ml) \Z®BLtc'&. 
n^)lAlzmMLfcb0tsXy>(5 Omg) £;&D*_T^i£T 3 0^fmW\,tz. 
mz7V)l7!i>mM& (3 1mg) £;ta*.T. ££tC^i£T-l!fejf#L;t. R 

'H-NMR (DMSO-ds, 4 0 0MHz) : 3. 7 3- 3. 7 6 (m, 2H), 
3. 97 (s. 3H). 3. 99 (s, 3H), 5. 07-5. 21 (m, 2H), 
5. 8 4- 5. 9 2 (m, 1H), 6. 28 (t, J = 5. 6Hz, 1H), 7. 
16 (d. J = 9. 0Hz, 2H), 7. 38 (s, 1 H). 7. 47 (d, J = 
9. 0Hz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s, 
1H) 

KS##HI (ESI-MS, m/z) : 381 (M + + 1) 
g|;SSffiJ6 9 :N- {4-f (6, 7 - V* H*->- 4 x;l/) **'>17 
— n' - (2-yalf-^) 91^7 

4 - [(6. 7-v* K^v--4-^^yj-^) 7^U>(5 Omg) 

fe^DD*M (3ml), h'JX5 1 ;i/7S> (0. 2m 1 ) tg»Lfc«, £ □ 
□ ^;UAlZ?§«?LfchU*xy>(5 Omg) ^jbP^T^T3 0#F<a«Lfc. 
&\Z7'urt)V*r)V7?i>t&M& (3 1mg) $^l;iiat-WL 
fc. Kfom\z*5> J-)VZ1M7L. ?an*)l2±/*5> y-)VT°mffl-tZ>HPLC\z 
iOMSJU S!i(D{t:-&$)£2 6mg. iR^4 1 %Ti#fc. 'H-NMR (DM S 
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O-de, 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 8 9-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9Hz, 1H). 7. 17 (d, J = 9. 0Hz. 2H). 7. 38 (s, 
1H). 7. 48 (d. J = 8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53 
(s, 1H), 8.6 8 (s, 1H) 
Stfi##rM (ESI-MS, ra/z): 3 7 9 (M + + 1) 
mmm7 0 :N- (2, ±^22JM°Sl>2M zK - (4-r (6, 7-y 

4- [(6. 7 h + ->-4-+^-yj-;i/) 7-UX5 Omg) 

££do*;|/A (3ml), HJX3\>P7 5> (0. 2ml) fc»fi¥Lfc&. ^ □ 
aMUzmMbtz h «J 5 Omg) 0#WJIS#L&. 

#K2, 4-y7Mo^>yJl/75> (2 2^1) 5:JJDAT, SStliT- 

Wifc. /-^Jra*., t uuavvk/ ; -)vxmmt% 

'H-NMR (DMSO-d 8 , 4 0 0MHz) : 3. 97 (s. 3H), 3. 98 
(s. 3H). 4. 3 2-4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1H), 7. 3 7 (s, 1H), 7. 4 0 -7. 4 4 (m, 
1H), 7. 48 (d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 52 
(s, 1H), 8. 6 9 (s, 1 H) 
nAftVrM (ESI-MS. m/z) : 4 6 7 (M*+ 1) 

HMffll 7 1 : N- (4-f (6, 7 -x/ h^^-4 -^7"'/'J-;i/) **~>}7 

x~;M -N' - (2-bf'J->MM^;P) *JV7 
4- [(6. 7-->** h + v-4-4 i ^-7U->'l') 7-UX5 Omg) 

££DD#;UA (3ml), h'JX5 L ;U75> (0. 2ml) £Jg#Lfc&. ?U 

nft)\,A\zmmLtz b 'J 5 Omg) 0#RJ8S#Lfc. 

&IC2. 4 -y7)^D^>y)l'7S > (3 1 xz 1 ) £;&0;tT, £S>tC^z£T?- 

HPLCfCct 9«fJBU ilffl{^M3lmg, P4 3%Tff; 
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'H-NMR (DMSO-d 6 , 400MHz):3. 4 2 (s, 2H). 3. 98 
(s. 3H), 3. 99 (s, 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 2 7 (m, 3H). 7. 3 8 (s. 1H), 7. 5 7 (s, 1H), 7. 6 7 
(d, J = 8. 8Hz, 2H), 7. 8 8- 7. 9 2 (m, 1H), 8. 46-8. 

4 8 (m, 1H). 8. 5 4 (s, 1 H). 8. 8 7 (s, 1H), 12. 19 (s, 

1H) 

R*#*rte (FD-MS, m/z) : 4 3 1 (M + ) 

HMfll 7 2 : N~ (2, 4-y7MD7i-jP) — N' - { 4 — f (6. 

4- [(6, 7-v* h + y-4-+t , y i J--)W 7-UX5 Omg) 

fc*nci7fc;UA (3ml) £S#Lfc&. 2. 4-y7MD7iZJKVy7 

moUkS®* 5 5mg, JR¥7 2 

'H-NMR (DMSO-d., 4 0 0MHz) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s. 1H). 7. 54 (d. 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H), 
8. 5 1-8. 5 4 (m, 1 H), 8. 5 4 (s , 1 H), 9. 11-9. 1 2 (m, 
1H) 

li^tfrl (ESI-MS, m/z):4 5 3 (M + +l) 

mffiM7 3 :N- (4-f (6, 7 -y* h^f>- 4 _;!/) ^^f>17 

x— JU) — N' - (4-7^D7iZ;P) frU7 

4- [(6, 7-v* h+->-4-+^/U-;i/) 7n'J> (5 Omg) 

S^dWA (3ml) p-7Mo7x-JK7y7t-h 

(23m l) £ln;LT— nfejbnS&aaELfc. K*ttK:/^y-;u*Jn]A, 

;i/A/^^ y-;PTJRIW1"*HPLCJZJ:0fllfflL. mmoit&VQZ 2 6mg> JR 
¥3 6%T'f#Ac. 

'H-NMR (DMSO-d 4 0 0 MHz) : 3. 98 (s, 3H). 3. 99 
(s, 3H). 7. 11-7. 15 (m, 2H). 7. 22 (d, J = 8. 8Hz. 
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2H), 7. 38 (s, 1H). 7. 4 6 - 7. 5 0 (m, 2H). 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s. 1H), 8. 54 (s. 1H). 8. 72 
(s. 1H), 8. 7 5 (s,.lH) 

ks##hi (e's i -ms. m/z) .-435 (m + + d 

HMA17 4 :N- (4-r (6, 7-.^h^->-4-^'/'J-;P) ^y!7 

x-;i/} — n' - (2 -^;U7x-;u) ^1^7 

4- [(6, 7-v* h + «>-4-WJ^) 7-UX5 Omg) 

££pn<fc;i,A (3ml) (CjgfifLfcg. o-hMMV^-h (25/z 

^y-;H?SWT5HPLCU:«kO«[a!L. 8iOM*3 0mg, »4 1% 

'H-NMR (DMSO-d«, 4 0 0MHz) : 2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 
-7. 19 (m. 2H), 7. 22 (d. J=8. 8Hz, 2H), 7. 38 (s, 
1H), 7. 5 4- 7. 5 6 (m, 3H), 7. 8 3- 7. 8 6 (m, 1H), 7. 
93 (s, 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
n&fttifH& (ES I - MS, m/z) : 4 3 1 (M + + 1) 
Hi6ffi|7 5:N- (4-f (6, 7 -i?*h* : s- 4-*j-*/*)=.M tti'rj 
x~;U) — N' - (2-/h^y7x-J^) 5U7 
4- [(6, 7-->** h*->-4-*^V'J-;i/) tf+x] 7ZU> (5 Omg) 
A (3ml) fciSflSLfeg, 2-/h + y7HMV->7t-F 

;UA//^y-;H?JRWTSHPLCK:J:0««L, IIOft^M3 4mg, iR 
^4 5%Tl#7c.. 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 8 9 (s, 3H). 3. 9 8 
(s, 3H). 3. 99 (s, 3H). 6. 8 9- 7. 0 5 (m, 3H). 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H). 7. 54 (d, J=8. 
8Hz, 2H), 7. 56 (s, 1H), 8. 13-8. 15 (m, 1H), 8. 2 
3-8. 24 (m. 1H). 8. 54 (s, 1H), 9. 40-9. 41 (m, 1 
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H) 

(ES I - MS, m/z):447 (M + + 1) 
mmM7 6 :N- {2-^aa-4-f (6, 7 -vpt 4 Z ±±\/JJ^ 

)V) ^->17x-;t/} -N' -X^;i/frU7 

2 -^□□-4- [(6, 7-^*h**>-4-*^/'J-Jl/) 7-U 

> (2 0 Omg) (5ml ), h'JX^;!/7S> (1ml) 
L1t&s ?UU*Jl,2*\Z®mbtch<)*7>y> (17 9mg) SJoATtfflT3 
OftlBML&LfZo X\Z3L?)V7$>ffik1& (2 4 6mg) £jJD;tT. ££>l;i^iS 

t» sntss & £ □ d*;ua/* * y -;wT?swr*HPLct«i: o ttsi u 

f|0ft:£ti£ 1 5 9mg, 5%Tllfc. 

•H-NMR (DMSO-ds, 4 0 0MHz) : 61. 08 (t, J = 7. 1H 
z. 3H), 3. 11-3. 16 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 96 (t, J=5. 6Hz, 1H), 7. 23 (dd, J = 2. 7H 
z, 9. OHz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 8. 02 (s, 1H), 8. 20 (d. J = 9. 3 
Hz. 1H). 8.5 6 (s. 1H) 
H*$MHI (ES I -MS. m/z) : 4 0 3 (M + +l) 

£1609 7 7 : N- 7^;l/-N' - \ 2->7UU- A-\ (6, 7-$?*h*y-4 

2-//DD-4- [(6, 7-S>* h^^-4-+^-VU-;i/) 7-U 

> (5 Omg) ^□□tfUUA (5ml), MJX?Ml/7S> (1ml) fc*«PU 

£PD*^A£i£fi?l<fcHJ*Xy> (4 5mg) SMtMT3 0» 

raffias fc. ^c^w5> (22/i i) ^ijpat. $eicMT3 o#p B iL 

£££ □ DjfcJl/A/* */-;UT£MT5HPLCfC«fcDtt9!L. £®©ffc£&£ 
3 Omg, iR^4 6%Tf#fc. 
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'H-NMR (DMSO-cU, 4 0 0MHz): 6 0. 91 (t, J =7. 3H 
z, 3H), 1. 3 1-1. 4 6 (m, 4H), 3. 0 9-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t. J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 
1H). 7. 47 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H), 8. 20 (d. J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 
St*##fM (E S I -MS. m/z) : 4 3 1 (M + + 1) 
mM&l7 8 :N- {2-^DD-4-f (6, 7-ypt h*is- 4 ~ 

;u) ^->i7iz;w — n' -^>^;p^1/7 

2-^DD-4- [(6, 7-->*/ h + ^-4-+^l/U^;i/) 7-U 

> (5 Omg) ^^doMA (5ml), h 'Jxf^75> (1ml) £?g$L 
■ft'ik, >7un-fc)\,K\zmmLtzhV-fc7>>f> (4 5mg) 5Mt^£T3 0» 

p B m#L£. ^ic7s;u75> (2 6^i) ^up^t, $ e ciist 3 o^mv 
u u-fchk/** y-^TJiP^-r-SHPLcfZck onsiu ^Mofb^^ 

33rag, JK^4 9%Tf#£. 

'H-NMR (DMSO-d«, 400 MHz): 60. 90 (t, J = 7. 1H 
z, 3H). 1. 2 4- 1. 3 4 (m, 4H). 1. 4 3- 1. 4 8 (m, 2H), 
3. 08-3. 14 (m, 2H), 3. 97 (s, 3H). 3. 99 (s, 3H), 

6. 97 (t, J = 5. 1Hz. 1H). 7. 23 (dd. J=2. 7Hz. 9. 
0Hz. 1H). 7. 39 (s, 1H). 7. 47 (d, J=2. 8Hz. 1H), 

7. 55 (s, 1H), 8. 03 (s. 1H). 8. 20 (d. J = 9. 0Hz, 
1 H). 8. 5 6 (s. 1H) 

Mfrt/Ht (ES I -MS. m/z) : 4 4 5 (M + + 1 ) 
H;8(Sff!i7 9 : N- (sec-7^) -N' - {2-gPP-4-f (6, 7-v^ 
h^->-4-^^'/'J-;U) :fr*->17x-JU} frU7 
2-/7PCJ-4- [( 6> h + v-4 ~;U) 7- U 

> (5 Omg) A (5ml), h UxW$> (1ml) 
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1t^k, $ □ DsfcjPAfcjgffLfc b U *s7,tf> (4 5mg) £;ta;iT^iST3 0# 
mmWbfCo i>:fCsec-^5 L ;P75> (2 3 m 1) £j&D;LT» £ HZMUH 3 0 

£ □ o^a/x * y -;i/TJi^-r^HPLc(; j; vmm u mmoit-s 

^34mg. $¥5 2%T#£. 

'H-NMR (DMSO-d., 4 0 0MHz) : 6 0. 8 9 (t, J = 7. 6H 
z, 3H), 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m, 
2H). 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d, 1 = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s. 1H), 7. 98 (s. 1H). 8. 23 (d, J = 9. 0 
Hz, 1H), 8. 5 5-8. 5 6 (m, 1 H) 
IIMi (ESI-MS, m/z): 43 1 (M + +l) 

mmms o : n-tu^-n' - \2-*?uu-a-\ (6, 7 -v?* h^->-4 

2-^DO-4- [(6. 7 -v* h + ->-4 -*^V'Jx>lU) 7-U 
> (50mg) Sr^oo^A (5ml), MJx?\^7S> (1ml) k:?g8?L 
>7UU*)lL.\zmf&Vtz h'J*X^*> (4 5mg) ^iD^T^fST 3 0 # 
r B TO$L£. ^tC7U;P75>^SE^ (2 1mg) £iD;fC> J6l:ifit3 0 
#F«3 Lt.S^^ta?n^iE7K^^ K U ^7 A7jc^$:in^^ □ D^^ATfflai U 
£ nnts)U AH£££7Kfi£$tf- I- U ^AT^L7t. Ml£T?§Jig£®£LTf#btl 
fc?^$^^oo*;UA/^^/-;i/TJ1^1"^HPLCHctD*IS3L, 3?H<7Mt£ 
^45mg, iR^7 2%T*#/c 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 3. 7 6 - 3. 7 9 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s. 3H), 5. 10-5. 24 (m. 2H), 
5. 8 5- 5. 9 4 (m, 1H), 7. 11 (t, J = 5. 4Hz, 1H), 7. 
24 (dd, J=2. 7Hz, 9. 0Hz. 1H). 7. 39 (s, 1 H). 7. 
49 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1 H), 8. 14 (s, 1H), 
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8. 19 (d. J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

SfS##Ht (ES I -MS, m/z):415 (M + + 1) 

IWJ8 1 : N- {2-QUU- A-\ (6, h*->- 4 -4^7'Jx 

;u) ^->i7xz;M — n' - (2-7 r abf_;i/) W7 

2-fyuu-A- [(6, 7-v* h+*>-4-+±l/U-;W) 7 "'J 

> (5 Omg) &9uu-fc)Vk (5ml), MJX?MU7S> (1ml) 

£DO*;UAK:»#LfcHJ**y> (45mg) SjDATilT30» 
IBJfttfkifc. &fc7n/X;Mi>U75>JMItt (2 1mg) £inAT. S6l:gfl 
T3 0^1Lfc. #fttiLfcM*affi. i5fe»LajB©<b^»S3 8mg, JR*6 
1 XTftfc. 

'H-NMR (DMSO-dt, 4 0 0MHz) : 3. 16-3. 1 7 (m. 1H), 
3. 9 3 - 3. 9 5 (m, 2H), 3. 9 7 (s, 3H), 3. 9 9 (s, 3H), 
7. 25 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (t, J = 5. 
6Hz, 1H), 7. 39 (s, 1H). 7. 50 (d. J = 2. 7Hz, 1 H), 
7. 55 (s, 1H), 8. 16 (d, J = 9. 3Hz. 1H), 8. 18 (s, 
1H), 8. 5 6 (s, 1H) 

(ES I -MS, m/z) : 4 1 3 (M + + 1) 

mmms 2 .- n- {2 -gcm-4-r (6, 7 -y* h^->- 4-4^/u- 

;i/) ^'>17x-M -N' - (2, 4-y7J^D^>yJl/) frU7 

2 -2DD-4- [(6, 7->7h + y-4-WJ-Jl') 7-U 

> (5 Omg) ££DO*)UA (5ml), MJX3\H/7S> (1ml) 

it&s ^DP*;i/Ak:*»Ufch'J*xy> (4 5mg) »ATlfiT3 0^ 
Mft#l/fc. #K2, 4-y*7JWD^>y^75>.(2 2M 1) ^iDAT, £ 
<=>fcMT3 O^Hlxfc.WaiUfclgfiSaJR. i5fe»L3cS©^«5*4 8m g, 
1R^6 4%Tf#fc. 

'H-NMR (DMSO-d«, 4 0 0MHz) : 3. 97 (s. 3H). 3. 99 
(s, 3H), 4. 3 3-4. 3 6 (m, 2H), 7. 08-7. 12 (m. 1H), 
7. 2 2-7. 2 8 (m, 2H), 7. 39 (s. 1H), 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d, J = 2. 7Hz, 1 H), 7. 54 (s, 1H). 8. 18 
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- 8. 2 0 (m. 2H), 8. 5 6 (s , 1 H) 

»*##Hi (ES I -MS, m/z) : 5 0 1 (M + + 1) 

mmm8 3 :N- {2->7UU- 4-\ (6, h^v^-^^/U- 

2 -?DO-4- [(6, 7-v* h + ->-4-+i- 4 /'Jn;U) 7-U 

> (5 Omg) A (5ml), HJ X5Ml/7S> (1ml) 

?nn*)\,AlzmMLtc b 'J*^'> (4 5mg) ^JaAT^jST 3 0# 

r B i»tfeo ^H2- (^^7$y) euv> (i9M) £Jdat« 

@£ VT'&z>tirzj$2&? □ d^a/* ? y -ji^Tint shplck J; o*SS! 

U m.m<D\t^mt2 6mg, M3 7%Tf#fco 

'H-NMR (CDC 1 3, 40 0MHz) :3. 51 (s, 2H), 4. 07 (s, 

3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H). 7. 19 (dd, 

J = 2. 7Hz, 9. 0Hz, 1H), 7. 35 (s, 1 H), 7. 36 (d, J 

= 2. 7Hz, 1H), 7. 54 (s, 1 H), 7. 76-7. 81 (m, 1 H), 

8. 3 8- 8. 4 3 (m, 1H), 8. 56 (d, J = 9. 0Hz, 1H), 8. 

64 (s, 1H), 13. 53 (s, 1 H) 

Jtft##TM (ES I -MS, m/z) : 4 6 6 (M + + 1) 

HM0II8 5 : N— {2— #□□ — 4— [ (6, 1 - : s* h^~>- 4 -4^ '/'J - 

;W) ^-^'>17x_;l/l — N' - (4-7MQ7i^) frU7 

2 4 - [(6, 7-/^ h + ->-4-+^-V'J^^) 7~ U 

> (5 Omg) ££aa*;i/A (5ml) C:igfl?L£l&, p-7J^D7i^ 
-fV->7^— h (21^1) &JDAT6 0^TlBtr B m^L7t. flriti LTciSJI* 
SUSl. ft^U ^lOft^5 7mg, JR^8 1 %Tt#7c.. 

'H-NMR (DMSO-cU, 4 0 0MHz) : 3. 98 (s, 3H), .3. 99 
(s, 3H). 7. 13-7. 1 7 (m, 2H), 7. 30 (dd, J = 2. 4H 
z, 8. 8Hz, 1H). 7. 40 (s. 1 H), 7. 48-7. 51 (m. 2H), 
7. 5 5 - 7. 5 6 (m, 2H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 
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3 1 (s. 1 H), 8. 5 7 (s, 1H) 

1MI (ESI-MS, m/z):46 9 (M + +l) 

$§MM8 6 :N- {2-^oa-4-r (6, 7-5?* h^v- 4 z±±Vjj = 

2-*DO-4- [(6, 7-v/ h + '>-4-^VU-;P) 7-<J 

> (5 0mg) ^^DD*;i/A (5ml) fCft^Lfe^, 2-^h + y7i-Jl' 
<Vy7t-h (24^1) £JD*T6 Ogtll^«Lfc. S^&tC^y 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 90 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 9- 7. 0 5 (m, 3H), 7. 29 
(dd, J = 2. 7Hz, 9. 0Hz, 1H). 7. 40 (s, 1 H), 7. 54 
(d. J = 2. 7Hz, 1H), 7. 56 (s, 1 H), 8. 09-8. 16 (m. 

2H), 8. 58 (s, 1H), 8. 9 6-9. 0 2 (m, 2 H) 

StS##f{£ (ESI-MS, m/z):4l8 (M*+ 1) 

mmM8 7 :N- (2-^no-4-r (6, 7-v* -^^-'/'J- 

;u) ^-^->i7x-;U} — n' - (5-^an-2-tf'J>?;i/) -71^7 

2 4 - [( 6> 7-s;* K + ^-4-+^-yj^;i/) :**^] 7^U 

> (50mg) ££nm*;i/A (5ml)> HJx3MI/75> (1ml) \Z®ML 
fz'&. Zuu*)\,l±\zmmistcbV*7,?> (4 5mg) £JJDATg&T- 3 0 # 
ffl®.WVfz. ;>:(C2-7=y-5-^aohfUx> (2 3mg) £in;LT, ££> 
(C60^T 1 P#M^L/i. S^{3tSfD^7jc^i- h »J -7 A7j<7g&£;&D;L7 □ o 

LT'&btltcmZ £ i7 nuit,)\,k/*9 J -Jl'T'Mll-f SHPLClCck K> *f 

'H-NMR (DMSO-ds, 4 0 0 MHz) :3. 98 (s, 3H), 4. 00 
(s. 3H). 7. 33 (dd, J=2. 7Hz. 9. 3Hz. 1H). 7. 40 
(s, 1H), 7. 4 3- 7. 4 8 (m, 1H), 7. 56 (s. 1H). 7. 60 
(d, J=2. 7Hz, 1H), 7. 91 (dd, J = 2. 7Hz. 9. 0Hz, 
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1H), 8. 35 (d, J = 8. 8Hz. 1H), 8. 40 (d. J = 2. 4Hz, 
1H), 8. 5 8 (s, 1H), 10. 17 (s, 1 H) 
MSHJHit (ES I -MS, m/z) : 4 8 6 (M + + 1) 

8 8 :N- (4-r (6, 7 - ^ h^>- 4 ^xl- 

2-7MD7I-JW -n' -yafcf;i/^!/7 

4- [(6, 7-v* h*v-4-*;M/'J-;!/) -2-7;U^-D7- 
■J> (50mg) S^dd^A (3ml), HJX3MU75> (0. 3ml) \Z 
mMLfz'&, ?na*)UA\zmMLrzhV*7>lf> (4 7mg) £2J0;LT^gT 

3o«3$ifc. ^icyDe;u75> (20^ d £2hj*.t. 

HPLC(ZJ:0i|ti!L, ai0M^9mg, iR^14%T#7c. 
'H-NMR (DMSO-de, 4 0 0MHz): 5 0. 9 0 (t, J = 7. 6H 
z, 3H), 1. 4 3- 1. 4 9 (m, 2H), 3. 05-3. 10 (m. 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1 H), 7. 27-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m. 1H), 8. 55 (s. 1 H) 
mmfttfrfe (ES I - MS, m/z) : 4 0 1 (M + + 1) 

mffiW8 9 : N-7^;i/-N' - (4-r (6, 7 h*->- 4 -^'/'J ~ 
;i/) ^vl- 2 -7^Q7izM frl^7 

4- [(6, 7-v>* h + x-4-^VU-;W - 2-7MD7^ 

■J > (5 Omg) £^DD*;i/A (3ml). h 'JX^;U7S > (0. 3m 1 ) {3 
i7DD^l:i)SLfchU*7>7-'> (4 7mg) fciDAT^ST* 

3 OftrmftLfc. ^fC^;i/75> (24tf 1) £iOAT, £ b (C^&T— M 

Jf#L7c. JSJ^fci^y-^JraA, ^oo^;uA/^^y-;n?Jl^-rsH 

PLCtCctO^I^L, 3EfitfHt£#)£2 5mg, M 3 8 %Tf#7c. 
'H-NMR (DMSO-dn, 400 MHz): 50. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H), 3. 09-3. 13 (m. 2H), 
3. 97 (s, 3H). 3. 99 (s, 3H), 6. 58 (t. J = 5. 6Hz. 
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1H), 7. 0 4- 7. 0 7 (m. 1H), 7. 28-7. 31 (m, 1H), 7. 

38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6 -8. 2 8 (m, 1H), 8. 5 5 (s, 1 H) 

K*##Hi (ES I -MS, m/z) : 4 1 5 (M + + 1) 

^MM9 0 : N- (sec- 75^) — N' - {4-f (6, 7 h*is- 4- 

4- [(6. 7 -v* K + ->-4-+^y'J-;U) -2-7^07- 
U> (5 Omg) ££PD*;i/A (3ml), HJX^;U7S> (0. 3ml) \Z 

mmistcm. ^□□*;ua{c^l^ hu^xy> (4 7mg) ^j^t^t 

-rSHPLCt«tO»l!!L. Il©<t^l2mg. iR^ 1 8 

'H-NMR (DMSO-d«, 4 0 0MHz) : 0. 89 (t, J = 7. 6Hz, 

3H). 1. 0 8 (d, J = 6. 6Hz, 3H). 1. 3 9 - 1. 4 8 (m, 2H), 

3. 5 8 - 3. 6 4 (m, 1H). 3. 97 (s. 3H), 3. 99 (s, 3H), 

6. 5 1 (d, J = 7. 6 Hz, 1H), 7. 0 4 - 7. 0 8 (m, 1H), 7. 

30 (dd, J=2. 4Hz, 11. 7Hz, 1 H), 7. 39 (s. 1 H), 7. 

54 (s, 1H), 8. 16-8. 22 (m. 2H), 8. 56 (s, 1 H) 

HSfl-tfrfi (ES I -MS, m/z) : 4 1 5 (M + + 1) 

mmM9 1 : N-7'J;U-N' - (4-f (6, 7 -y* 4 -*:H/U - 

;t/) t^>1-2-7Jl/tD7x"jH frU7 

4- [(6, 7-->** h + ->-4-^^l/U-;l/) -2-7M07- 
<J > (5 Omg) ££oo*;kk (3ml), h 'JX^;U7S> (0. 3ml) 
SflPLfcg, ^DO*j|.At«»LfchU*^y> (4 7mg) SloATilT 
3 0#Fs , HI#Lfc. &fc7U;U75>&«ifi (3 Omg) £iD;LT. JbClfi 

t— Bfta^ufc. &fcw.\z*$ ;-)i*nax, $uu-fc)\,h/ j 

TaHPLCCfcOttijU &m<7)<t£®Z l 8mg, »W28%Tf#fc. 
'H-NMR (DM S O — d b, 400MHz):3. 75-3. 79 (m. 2H), 
3. 97 (s. 3H), 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m, 2H), 
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5. 8 4- 5. 9 4 (m. 1H), 6. 72 (t, J = 5. 9Hz, 1H), 7. 
0 6-7. 0 8 (m, 1H). 7. 3 0 - 7. 3 3 (m, 1H), 7. 39 (s, 
1H). 7. 54 (s, 1H), 8. 13-8. 18 (m. 1H), 8. 40 (s, 
1H), 8. 5 6 (s, 1H) 

SfiMHI (ES I -MS, m/z) : 3 9 9 (M*+ 1) 

MffiM9 2 :N- {4-f (6, 7 - h*»>- 4 _;|/) :t*v1- 

2 -7)V*U7ol-)\,) -N' - frl^7 

4- [(6, 7 -v* h*S/-4-*:J-*/U=;W -2-7;P^D7- 
U > (5 Omg) £^DD*;l/£ (3ml). h Uxf^75> (0. 3ml) {3 
»*Lfcg. £OD*;PA£ig$LfcHJ**y> (4 7mg) SlllATMTf 

3 Oa-|«J«#l,fc. *C^D/^W5>IIRtt (2 9mg) SrJnAT, $5. 

JUATJftUJU ^PP^UAilfc&Tk^&^HJ^AT&jlgLfc. «JET£J£* 
S£LT»£nfc3^*PP#;UAT?8fe»U $I®M£2 1mg, iR^3 
3%Ti#/c. 

'H-NMR (DMSO-ds, 4 0 OMH z ) : 3. 15 (t, J=2. 4Hz, 
1H), 3. 91-3. 94 (m. 2H), 3. 97 (s. 3H). 3. 99 (s. 
3H), 7. 07-7. 11 (m, 1H). 7. 33 (dd, J = 2. 4Hz, 1 
1. 7Hz. 1H), 7. 39 (s. 1H). 7. 54 (s. 1H). 8. 09-8. 
15 (m, 1H), 8. 4 7-8. 4 8 (m, 1H), 8. 56 (s, 1 H) 
fCSfl-M (ES I -MS. m/z) : 3 9 7 (M + + 1) 
HM0J9 3 :N- (2, 4-y7;i/tD^>yJW -N' - (4-f (6, 7 -i? 
* h^'>-4-^^-'/'J-;i/) ^->l-2-7MD7x-;H frl^7 

4- [(6. 7-^/ h^->-4-+^-yj-;U) -2-7;^P7- 
U> (50mg) ^^OP*;i/A (3ml). h'JX^75> (0. 3ml) IC 
$)!?lfci, £DD*;kMCita?LfcHJ**y> (4 7mg) ^iDAT^ST- 
3 0^rWUc. ^112, 4-v7;U^D^>> J ;U75> (28m 1) OD* 

Omg, JK^2 6 %Tt#£. 
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'H-NMR (DM SO- d ., 4 0 0MHz) : 3. 97 (s, 3H), 3. 99 
(s, 3H), 4. 34 (d, J = 5. 8Hz, 2H). 7. 07-7. 11 (m, 
3H). 7. 21-7. 27 (m, 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m, 1H), 7. 54 (s, 1H), 8. 
12-8. 16 (m, 1H), 8. 4 6-8. 4 7 (m, 1 H), 8. 5 5 (s, 
1 H) 

«*#«Tfil (FD-MS. m/z) : 4 8 4 (M + ) 

HftEflJ 9 4 : N~ (2, 4-y7MD7i^) — N' - {4-r(6, 7-v 

4- [(6. 7-v* h*is- 4 -2-7)l7tU7- 
'J> (5 0mg) *>7UU*)lk (3ml) (Cjg^Lfcm. 2, 4-y7J^P 
7x-MV->7t-h (29/zl) £SD;iT60gT-Iifcii#Lfc. *ffflLfcfil 
H£i!i®> ^#L^H^t^S:5 0mg> JR¥6 7%T#7c. 
'H-NMR (DMSO-de, 4 0 0 MH z ) : 3 . 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m. 1 H), 7. 13-7. 1 5 (m. 1 H), 
7. 2 9- 7. 4 0 (m, 3H), 7. 55 (s, 1H), 8. 10-8. 23 (m. 
2H). 8. 57 (s, 1H), 8. 9 7- 9. 0 4 (m. 2 H) 
S?fi#tfHI (ES I -MS, m/z) : 4 7 1 (M*+ 1) 

mmm9 5 .-n- u-r (6, 7-v* h^->-4-^^-yj-;u) ^-^vi- 

2-7J^D7xZ;i/) — N' - (2 -^fj|/7x-;i/) 

4- [(6, 7-v* K*x-4-*:M/'J-;i/) - 
•J > (5 0mg) Sr^DDtf^A (3ml) lC*g#?L£f£, o-hMMVy 

h (3o*z i) &m7LT6omT'-mm&Lrz. Kmmz*$ 

^PD*;UA/^^y-;UTSH-T5HPLCk:«J:0««L. mmcDitSMZ 1 7 
mg, JR^2 4%TWc. 

'H-NMR (DMSO-d., 4 0 0MHz) : 2. 27 (s, 3H), 3. 98 
(s. 3H), 3. 99 (s. 3H), 6. 9 5 - 6. 9 8 (m. 1H), 7. 12 
-7. 20 (m. 3H). 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s, 1H), 
7. 86 (d, J = 7. 8Hz, 1H). 8. 21-8. 26 (m, 1H), 8. 
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35 (s, 1H). 8. 57 (s, 1H), 9. 0 0- 9. 0 2 (m. 1 H) 
JtS##rM (ES I —MS, m/z) : 44 9 (M + + 1) 
H^ff] 9 6 : N- (4-f (6, 7 - V* h* v- 4 -ju) :t*:>1- 
2-7MD7i^l -N' - (2 h^'>7x~JU) -7 1/7 

4- [(6. 7 -v* h + '>-4-^^-V r, J^;W - 2-7)13-07- 

U> (5 0mg) ££DD*;W> (3ml) 2-/h + J/7iZ 

iKV-zTt- h (32 a 1) £JO;iT60gT-l!fcjf#L7j:. S^t^^y- 

'H-NMR (DMSO-de, 400 MHz): 3. 89 (s, 3H), 3. 98 
(s. 3H), 3. 99 (s, 3H), 6. 8 8-7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1H). 7. 40 (s. 1 H). 
7. 56 (s, 1H), 8. 12-8. 15 (m, 1H), 8. 19-8. 25 (m. 
1H), 8. 57 (s. 1H), 8. 7 5 -8. 7 8 (m, 1H). 9. 26-9. 

2 9 (m, 1 H) 

M##rM (ES I -MS. m/z) : 4 6 5 (M + + 1) 

mi&M9 7 : N- (4-f (6, 7 ->7 h^->-4 - WJ-J^) ^*->1- 

3 -^f^7i-M — N' -yPbf^frkJ 

4- [(6, 7-y^h + ->-4-WJ^;W -3-^^7-U 
> (5 0mg) ZZanfrJUA (3ml), MJXfMU7S> (0. 2ml) 1C?§ 
£DD*;UAlCigj9?Lfc h'J*7.y> (4 8mg) SrJQAT^ST 3 
0#fem#L£o ^IC^D t°;U75 > (20/il) £iDX.T, 

PLC(C<kOM^L, mm<Dit£Wl£3 Omg, JK^ 4 7 %Tt#7c. 
'H-NMR (DMSO-da, 4 0 0MHz) : 6 0. 8 9 (t, J = 7. 5H 
z, 3H). 1. 41-1. 50 (m. 2H), 2. 03 (s, 3H), 3. 03- 
3. 08 (m. 2H), 3. 98 (s, 3H), 3. 99 (s, 3H). 6. 13 (t, 
J = 5. 4Hz, 1H), 7, 04 (d, J = 8. 5Hz. 1H). 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2. 4Hz, 1H). 
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7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 50 (s, 
1H) 

MMttffiM. (ES I -MS, m/z) : 3 9 7 (M + +'l) 

HififfJ9 8 : N-^^-N' - {4-f (6. 7 - ypt h^->- 4 'J ~ 

;u) ^-^->i-3-^^;U7x-;u} 

4- [(6, 7 h + ^-4-^^-l/iJ^) -3-^^;U7-'J 
>(50mg) ^^DD^l/AOml), h Ux^UTS > (0. 2ml) l;i 
^DO*;i/Al:ililfchU*^y> (48mg) £inAT^ST3 
OftfflMfthfCo &\Z??)l7=i> (24/!l) ZbUPiT. H<blZ^T"-m® 

C£J;9*fMU gl0ft^3lmg, iR¥4 7 %Tf#/c 0 
'H-NMR (DMSO-d s , 400MHz): 60. 91 (t, J = 7. 3H 
z. 3H), 1. 2 9 - 1. 4 6 (m, 4H), 2. 03 (s, 3H). 3. 07- 
3. 1 2 (m, 2H), 3. 98 (s, 3H), 3. 9 9 (s. 3H). 6. 11 (t. 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1 H). 7. 27 (d 
d, J = 2. 3Hz, 8. 5Hz, 1H), 7. 36 (d. J = 2. 4Hz. 1H), 
7. 38 (s, 1H). 7. 58 (s, 1 H), 8. 39 (s. 1H). 8. 51 (s. 
1 H) 

nmftVUg. (ES I -MS, m/z) : 4 1 1 (M* + 1 ) 

gjMffJ9 9:N- (2, 4-y7J^D7iZJ|/) -N' - {4-f(6. 7 - : J 
*b*i'-4-*i- % /V-)l') ^->l-3-/^|/7i-M ^1/7 

4- [(6, 7-v* h + ->-4-+^- 4 /'J ^f>] -3-*?-;U7-y 
> (5 0mg) ££DO#;i,A (3ml) 2, 4-y7^D7 

HJKV->7t-h (2 3m 1) Sin AT. -l»Jn«l«SELjfc. WHJLfeM 

'H-NMR (DMSO-di, 4 0 0MHz) : 2. 07 (s, 3H). 3. 99 
(s, 3H), 3. 99 (s, 3H). 7. 0 3 - 7. 0 8 (m, 1H), 7. 14 
(d. J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m. 2H), 7. 39 (s. 

1H), 7. 43 (d, J = 2. 4Hz, 1H), 7. 60 (s. 1H), 8. 07 
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-8. 14 (m. 1H). 8. 5 2 (s, 1H), 9. 0 3 - 9. 0 5 (m, 1 H) 
K*#*ffl( (ES I -MS. m/z) : 4 6 7 (M + + 1) 

1 0 0 : N- {4-f (6, 7 - K=fr->- 4 -*^/U :fr*:>l 
- 3 -^;U7x~;[/} -N* - (4-7MD7x-;|/) frU7 
4- [(6. 7 h*'>~4-*i-V0=.)l') -3-*?-)l7=.t) 

> (5 0mg) ££PP*JUA (3ml) fdjg^Lfc^ P~7JP:*P7x-;|, 
<Vy7t-h (2 2// 1 ) £in*_T, -BfeM&teftLfc. flrffiLfcSSil^iiSL 
ifc&U gmoitSMZ 4 2mg> HP£5 8%Tf#£. 

'H-NMR (DMSO-di, 4 0 OMHz) : 2. 07 (s. 3H), 3. 98 
(s. 3H). 3. 99 (s, 3H). 7. 10-7. 14 (m. 3H), 7. 35 
(dd. 3 = 2. 4Hz, 8. 5Hz. 1H). 7. 39 (s, 1H), 7. 43 
(d. J = 2. 4Hz, 1H), 7. 4 6-7. 4 9 (m, 2H), 7. 59 (s, 
1H), 8. 51 (s, 1H), 8. 66 (s. 1H), 8. 70 (s, 1 H) 
n&ftViM (ES I -MS, m/z) : 4 4 9 (M + + 1) 
glMffJlOl :N- (4-f (6, 7 -*J* b*Ss- 4 -*j-*JV _;U) a-^l 

-N' - (2 h^->7x_;P) frl^T 
4- [(6, l-V* h + ^-4-*^-\/'J-;i/) **5^] - 3-^^;U7=U 

> (5 0mg) £^PP*;i/A (3ml) 2-/h + y7i^ 
■iV'>7i— h (26m 1) £JD*.T, -ttJnS&aSitUfc. SfcttH.**/-^ 
^inx.> ^□o*;UA/^^y-JUTJRBB-r5HPLCt«fc0ffl[i!!L. M©fk^ 
«S4 1mg, "R^5 5%Tf#£. 

'H-NMR (DMSO-dn, 4 0 0MHz) : <5 2. 07 (s, 3H), 3. 8 
9 (s. 3H), 3. 99 (s. 3H), 3. 99 (s. 3H), 6. 88-6. 9 
7 (m, 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d. J = 8. 5H 
z. 1H), 7. 35 (dd. J = 2. 4Hz. 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d. J = 2. 4Hz, 1H). 7. 60 (s, 1H). 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

Ki^ffifi (ESI-MS, ra/z):46 1 (M + +l) 
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mMMl0 2 :N- (4-f C6, 7-y/h^y-4-^ , /'J-^) :t^->1 

4- [(6, 7 -v* h + ^-4-^^VJ-;i/) ;t**>] - 2 -^^;i/7~'J 

> (5 0mg) £^pp*;UA (3ml), HjX^;U7S> (0. 2ml) \z'M 
MVfz'&* t7na*)l&\zmffibtchV*Z>f> (4 8mg) £in*.X^z£l?3 

o^mmwLtzo ^{zyptf;i/75> (20^1) z%q?lt, $ecifiT-» 

PLC£J:D*M!U SHOffc^ft* 3 Omg, iR^4 7%Tt#fc. 
'H-NMR (DMSO-de, 4 0 0MHz) : 6 0. 9 0 (t, J = 7. 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s. 3H), 3. 04- 
3. 09 (m. 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd. J = 2. 7Hz, 8. 8Hz, 1H). 
7. 08 (d. 3 = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d. J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

M&fttitm (E SI-MS, m/z): 3 9 7 (M + + 1) 
HflSfll 1 0 3 : N-^^-N' - {4-f (6, 7 - h^->- 4 
-;i/) tt->1-2-^WxZJM frl/7 
4- [(6, 7 -v* h + *>-4-*^-'/'J-;W - 2 -^^;U7-U 

> (50mg) £^do*;UA (3ml), hUx5 L ;i-75> (0. 2ml) dig 

^PP*;i/A{C^t/ch'J*^y> (4 8mg) ^SoAT^igT3 

srt>«t^^y-;i^*iiPA. ^pp*;PA//^y-;i/TM^-r5HPL 

'H-NMR (DMSO-d«, 4 0 0MHz) : 5 0. 9 2 (t. J = 7. 1H 
z, 3H). 1. 31-1. 48 (m, 4H), 2. 21 (s. 3H), 3. 08- 
3. 13 (m, 2H), 3. 9 7 (s. 3H). 3. 9 9 (s, 3H), 6. 5 0 ( t, 
J = 5. 4Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d. J = 2. 7Hz. 1H). 7. 37 (s, 1H), 7. 54 (s, 
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1H), 7. 64 (s, 1H). 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

MS##HI (ES I -MS. m/z) : 4 1 1 (M*+ 1) 
jlMl 0 4 : N- (2, 4-y7MD7iz;H ~N' - {4-f (6. 7- 
K^->-4-^i-yj-;i/) ^~>1-2-^5 1 ;P7x-;i/} frl/7 
4- C(6, 7-5** h^->-4-4±7U-;i/) -2-*3\>P7-'J 

> (5 0mg) ZZnaftJlk (3m I) Cggliti, 2, 4->>:7;k*P7 
x-;Ky->7^- h (23m 1) £SD;tT, -l^iDl^ji^Lfe. VrmVtzffeik 

'H-NMR (DMSO-di, 4 0 0MHz) : 2. 29 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d, J = 2. 7Hz, 1H), 7. 2 9- 7. 3 5 (m, 1H). 7. 38 (s, 

1H), 7. 55 (s, 1H). 7. 8 7 - 7. 9 0 (m, 1H), 8. 13-8.. 

19 (m, 1H), 8. 3 6- 8. 3 9 (m. 1H). 8. 55 (s, 1H), 8. 

9 2 -8. 9 5 (m, 1H) 

M##TfiI (ES I -MS, m/z) : 4 6 7 (M + + 1) 

mmmios-.N- {4-f (6, 7--;* h^->-4-^^-vu-;u) ^*->i 

- 2 -/^7iZJl/| — N' - (4-7MD7x-^) frlx7 

4- [(6, 7 h^->-4-^^-yj^;w -2-/^7^'; 

> (5 0mg) *9uu-fc)\,k (3ml) (C^L/c^. p-7Wo7i^ 
<V->7t- h (22tf 1) ^iPAT, -fftingSMSitLfc. flitti Lfcil§il£M, 

'H-NMR (DMSO-de, 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 
(s. 3H). 3. 99 (s, 3H). 7. 08-7. 15 (m. 4H), 7. 38 
(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H). 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H). 7. 98 (s. 1H), 8. 55 (s, 1H), 9. 03 

-9. 0 5 (m. 1 H) 

Slfi##Ht (ES I -MS, m/z) : 4 4 9 (M + + 1) 

%m.m 1 0 6 : N- (4-f (6, 7-y^h^y-4-^t > /'J^) :fr^->1 
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- 2 -N' - (2 h^->7x~;i/) ^71/7 

4- [(6. 7 -v* h**>-4-*^-l/U-;U) #*S/| -2-^^;P7-U 

> (5 0mg) £:*DD*;UA (3ml) CjgjWLfcft, 2-^h + ->7x-;P 
-f V->7^*- h (26^1) £2J0;LT. -IftinfiftaSEL*:. tfrfflLfciJSiifciMi. 

SIOft^«S7 0mg. iR$9 5%Tft 
'H-NMR (DMSO-de, 400 MHz): 2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H). 7. 0 2- 7. 0 4 (m, 1H), 7. 08 (dd, J = 2. 9H 
z, 8. 8Hz, 1H). 7. 14 (d, J = 2. 7Hz, 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d. J=8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H). 8. 55 (s, 1H), 8. 58 (s. 1H), 8. 61 

- 8. 6 2 (m. 1 H) 

(ES I -MS. m/z) : 46 1 (M + + 1) 
Hfeflll 0 7 : N- {4-f (6, 4 -^V'J ^£>1 

- 2 -~ hn7i-;W -N' -7W;l/frU7 

4- [(6, 7 h + ->-4-+^-yj-;U) -2-~hn7-U 

> (5 Omg) A (10ml), h 11X3^75 > (0. 2ml) £ 

#nnft)\>&\Z®MVtcb*)*Z?> (4 3mg) £*D*.T^z£T 
3 0^1j$L/it. *lC7°PhT;i/7 5> (18xi 1) £Jnx_T, ^tiiST- 

&mmz*9 /-jv&mx.* tuu-fchk/*? /-jurmwrz 

HPLClCfcOfltfiU &H0fl2£tt£2 4mg. IR¥ 3 8 KTftifc. 
'H-NMR (DMSO-de, 400 MHz): 60. 91 (t, J = 7. 6H 
z. 3H), 1. 45-1. 51 (m, 2H), 3. 0 6 - 3. 0 9 (m, 2H), 
3. 98 (s, 3H). 4. 00 (s, 3H), 7. 40 (s. 1H), 7. 52 (b 
r, 1H). 7. 58 (s. 1H), 7. 6 7 - 7. 7 0 (m. 1H). 8. 04- 

8. 06 (m. 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s. 1H), 

9. 3 5 (s . 1 H) 

n&ttffife (ES I -MS, m/z) : 4 2 8 (M + + 1) 

mM&n 0 8 : -JJ-J (6, 7-ypt b*i^-4-*± VJ 
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~)V) t^y]-2-zha7x-J|/) frl/7 

4- [(6, h*i/-4-*-fW~)\,) -2--hD7-U 

>(50mg) Bdo^A (10ml), h UX^7S > (0. 2ml) (C 
HMPL'fctt'. ^□□*;UA{C^Lfch»J^xy> (43mg) SlDiTMT 
3 oa-|BJ«#Lfc. fcT^KTS^ (2 2 Ml) ^in^LT. SSCKiST-ft 

PLCtdJ: DISSS U mm<Dit^il 5mg, JK^2 3%TWc. 
'H-NMR (DMSO-de, 4 0 0MHz) : 6 0. 91 (t, J = 7. 3H 
z, 3H). 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (ra, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H). 7. 40 (s, 1 H). 7. 51 (b 
r, 1H), 7. 57 (s. 1H), 7. 68 (dd, J = 2. 9Hz, 9. 3H 
z. 1H), 8. 05 (d, J = 2. 9Hz, 1H), 8. 40 (d, J = 9. 2 
Hz, 1H), 8. 57 (s, 1H), 9. 35 (s. 1 H) 
(ESI-MS, m/z):442 (M + +l) 

mmmi o 9 .-n- \ 2-0uu- a-\ (6, 7-5?^ k^->-4-^^-'/u 

N- {2-*PP-4-[ (6, 7-^* h*->-4-*:M/'J-JI/) 
7i-W -N' -^otf;P^l/7 (lOOmg) £2$7fcx h^t FP75> (3 
0ml) £«#U 7kMiki- h UtfA (60wt%, 8 8mg) *Jn*.TMT 

l 5#W«#Lfc. Xlztun ;i/x-x ;i/ (6 7^1) £*D;LT. $ 

6l:ii&T3 0«j$Lfc. «JETiSJ*£SSU *%m?L? □ D^Jl/Ati 

»&tlfc«$*^DD*;PA/^^y-^TflWr*HPLCK:J:0l»i3L. $JS 
(Dit^^l 8mg. »1 8%Tf#fc. 

'H-NMR (DMSO-do,400MHz): (50. 89 (t, J = 7. 6H 
z, 3H). 1. 4 6- 1. 5 5 (m, 2H). 3. 20 (br, 2H). 3. 48 
(s, 3H), 4. 07 (s. 3H), 4. 08 (s, 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J = 2. 7Hz, 8. 5Hz, 1 H), 7. 37 (s. 1 
H), 7. 47 (d, J = 8. 8Hz, 1H), 7. 50 (s, 1H). 7. 50 (d, 



WO 00/43366 



PCT/JP00/00255 



- 109 - 

J = 2. 7Hz, 1H). 8. 6 6 (s, 1 H) 

nmfttirm (ESI-MS, m/z) : 4 6 1 (M + + 1) 

gUgy 1 0 : N-7-b^-N- {2-^DD-4-r (6, h^->- 

4-^V ,| J-;i.) t^->i7xz;H — n' -ypbf;u^^7 

N- {2-^DD-4-[ (6, 7 -i/^V*^- 4-*j-VV-)l) tt's) 
7x-JH — N' -~?UM)\,^V7 (lOOmg) $l7jcrh7t Ka77> (3 
Oml) tK^^-KU^A (60wtX, 8 8mg) £SDx.T£i£T 

15ftfflU&Ltz B ^\zmt7t^)V (63/i 1) ^in^T, £ £> £^i£T 2 PS 

□ o*;l/A/7-fe h>TJ!^-f 5HPLCt;:J:i9*ifg?U M<7>ft£ti£ 27mg, 

'H-NMR (DMSO-de, 400 MHz): 50. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9- 1. 6 8 (m. 2H). 2. 04 (s, 3H), 3. 27- 
3. 36 (m. 2H). 4. 07 (s, 3H), 4. 08 (s, 3H). 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. 0Hz, 
1H), 7. 50-7. 51 (m. 2H). 8. 63 (s, 1 H), 9. 08 (br, 
1H) 

n&fttiim (ES I - MS, m/z) : 4 5 9 (M + + 1) 

HMffiJl 1 1 :N' ~ {2-£DO-4-F (6, 1 -*J* h^->-4-^±'/ 

2-/700-4 - [(6, 7 -S/^ h + y-4-+t , / l J^;W tf*->] 7~ U 
> (5 6mg) £7DO*;i/A (4ml), h'Jx3\H>75> (0. 3ml) Ki§ 
ML1t'&. ^DO^Ml:^l/:h'J^y> (5 0mg) ^JP^LTSiST 3 
O^OT^bfco &\ZN-*W7a\£)],7$> (26M 1) £JD;LT> £bfC 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 0. 9 9 ( t , J = 7. 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m, 2H). 3. 08 (s, 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s. 3H). 7. 00 
(s. 1H), 7. 17 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, 5 = 2. 7Hz, 1H), 7. 38 (s, 1H). 7. 53 (s, 1H), 8. 

41 (d, J = 9. 0Hz, 1H), 8. 64 (s, 1 H) 

at^Offi (ESI-MS, m/z):43 1 (M + +l) 

mmmi 12 : n' - { 2-gna-4-r (6, 7-vpC K^x-4-^^-'/ 

ux;i/) t^-»7i-JH -N-x^;i/-N-yptf;u^ix7 

2-^DD-4-[(6. 7-¥* h + 7- ij 

> (80mg) (3ml). h'JX^75> (0. 3ml) \Zfe 

MLtcik* 2nnft)\,&\z®MVjz h U (7 2mg) ^inAT^iST l 
5#p B 1»Lfc. #c:n-x^;1/7W;U7 5> (4 4w l) fcinAT, £<=>fc 

ju-vm wr * hplck io^iu mm £ l t# s nfcig n £ ^ > -est 

#U ggl<75ft£t)£4 Omg, JR*3 7%Tt#fc. 

'H-jNMR (DMSO - ds, 4 0 0MHz): 51. 00 (t. J = 7. 3H 

z, 3H), 1. 28 (t, J = 7. 1Hz, 3H), 1. 6 9- 1. 7 4 (m, 

2H), 3. 32 (t, J = 7. 6Hz, 2H), 3. 43 (q, J = 7. 1Hz, 

2H), 4. 07 (s, 3H). 4. 07 (s, 3H). 7. 02 (s. 1 H), 7. 

17 (dd, J = 2. 9Hz. 9. 2Hz. 1 H), 7. 31 (d, J = 2. 7H 

z. 1H). 7. 36 (s, 1H), 7. 53 (s. 1H), 8. 42 (d, J = 9. 

OHz, 1H), 8. 6 3 (s, 1H) 

Mfl-tfrfi (ES I -MS, m/z):44 5 (M + +l) 

HMffill 1 3 : N' - {2-»dP-4-r(6 t 7-v* K*'>- 4 

■JXJ1/) ^->17xz;H — N, N- vyaifjt'fr U7 

2 _/7 DD -4 - [(6, 7 -i?* h*'>- 4 -+^-l/«J=;W 7-'J 
XlOOmg) ££dd#;WA (3m 1 ). h »J X3MU7 5 > ( 0 . 3ml) I; 
}§fi?Lfcf&, ^□□^Atlfg&bfc MJ*7.y> (9 Omg) £iD*.T^*ST 
1 5#Rfl®#L£o ^»C^7'Dtf;l/7 5> (6 2/z 1) £riDAT> $6CifiT 
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'H-NMR (DMSO-de, 4 0 0 MHz): : <5 0. 99 (t, J = 7. 3H 
z, 6H), 1. 6 6 - 1. 7 6 (m, 4H), 3. 32 (t. J = 7. 8Hz. 
4H), 4. 07 (s, 3H), 4. 07 (s. 3H), 7. 03 (s, 1H), 7. 
16 (dd, J=2. 7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s. 1H), 8. 43 (d, J = 9. 
0Hz, 1H), 8. 6 3 (s, 1H) 

(ES I -MS, m/z) : 4 5 9 (M + + 1) 
HMflll 1 4 : N-T^lz-N' - [2-9UU- 4-\ (6, 7-5?* h3->- 

2_/7 PD _4- [(6, h* ! s-4-*i-V , )-)l) 7-U 

> (80mg) £^on*;i«A (3ml), h'jX^;|/75> (0. 3ml) Kg 
#Lfc&» ^OD^AI;g)|lfchU^> (7 2mg) £Jn*T^iST 1 

5#p."HK#Lfc. ^tcN-^5 L ;u^;i/7s> (43ii i) &ida.t, $e>tc^ 
&T3 o#PbH£#L£. sj&f&ic^y-^fciDx.. 

TSMT5HPLCK«fcD»«U ?£$&@£LTf#bn£3Sil£^*1*>Tz5fc# 
U %m<Dit'&y}&2 6mg, »K*2 4XT»fc. 

'H-NMR (DMSO-d,, 400 MHz): 50. 99 (t, J = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz. 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s, 1H). 7. 17 (dd, J = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7Hz. 1H). 7. 36 
(s, 1H). 7. 53 (s. 1H), 8. 41 (d. J = 9. 3Hz, 1H), 8. 
6 3 (s, 1H) 

»a#«rffi (ES I -MS. m/z) : 4 4 5 (M + + 1) 

HMffll 1 5 :N' ~ (2-£PP-4-f (6, 7-v^ h=fr->- 4 

'J-JIQ ^y]7i-^) — N~ (4 - £ □ □ 7x_JU) ~N~ ^^l/fr U7 
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2-tun-A- [(6. 7-v?;* h**>-4-*±l/Ux;i0 sf+S'] 7~U 

> (8 Omg) S*oo*;UA (3ml), MJX^;P75> (0. 3ml) leg 

^DD^ACSjSl/fch'J^^ (7 2mg) £iD;LTgiST 1 
5»MH»'Lfc. JfcK4-^DD-N-^^;U7 = U> (35tf 1) £JD;LT, 

$f>fc3 otfrainsaaaLfc. Efcttc^y-jufciD*.. *dd*;pa/;i* 

'H-NMR (DMSO-d 6( 400 MHz): 3. 36 (s . 3H). 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 89 (s. 1H), 7. 17 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 23 (d, J = 2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m. 3H). 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d, 
J = 9. 0Hz, 1H), 8.6 1 (s, 1H) 
MskfttirM. (ES I -MS. m/z) : 4 9 9 (M + + 1) 

gjjjgj) 1 1 6 : N ' -(2-gDD-4- [(6, h^y-4-^t'/'J 
-;U) ^->] 7I-M-N, N-yif;^l/7 

2-^DO-4-C(6. h*'>-4-^^-VU-;P) 7-U 

> (5 Omg) £^Od*;|/A (2ml). h'JXW5> (0. 5ml) tzfg 

^□□^Jt'Alljg&Lfc HJ (4 8mg) ^SD^T^rST 3 

0#fBHK#Ljfc. ^!CvX^;i/7 5> (0. 5ml) SriPAT. SSKMT— 

HPLCtCckOmiHU 3 7 mg» « 9 3 %Tf#fc. 

'H-NMR (CDC 1 3, 40 OMHz) : 51. 30 (t, J = 7. 1Hz, 
6H). 3. 44 (q, J = 7. 1Hz, 4H). 4. 12 (s. 3H), 4. 2 
0 (s. 3H), 7. 16 (dd, J = 2. 7Hz, 9. OHz. 1H), 7. 2 
7 (s, 1H), 7. 31 (d. J = 2. 7Hz, 1H). 7. 59 (s, 1H), 
8. 15 (s, 1H). 8. 48 (d. J = 9. OHz, 1H). 8. 81 (s. 
1H) 

K*#«rfS (ES I -MS. m/z) : 4 3 1 (M + +l) 
H^ffiJl 17:N-{2-gna-4-[(6. 
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)V) ttz/] 7x-JU)-N' -*?)U<yUT 

2-/7PD-4- [(6, 7-y/h^y-4-WJ->lW ^v] 7-U 
>(50mg) i^^Da^A (2ml). h »J X3^l/7S > (0 . 5ml) fcjg 
»L/fcS&» ^□□*;UAH**bfcKU*^y> (4 8mg) £2jQ;lT^i£T3 
0#IH»#kfc. 7 8£fcft#U * ?-;U7 5 >i£BEiS (l 3 0mg) £ 

^□□7|N;i/A/^^y-JPTJlWT5HPLClc«fcOIISJL> £JS©fl:£ft&4 l 

'H-NMR (DMSO-d«,4 0 0MHz) : <52. 68 (d, J =4. 4H z , 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
1H), 7. 21 (del, 3 = 2. 7Hz, 9. 0Hz. 1H), 7. 37 (s, 
1H), 7. 43 (d, J=2. 7Hz. 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
SiMI (ESI-MS, m/z): 3 8 9 (M + +l) 

mmmi 1 8 : N' -{2-QUU-A- [(6, 7 -is* h*is- 4 V 
-JU) a-=E->1 7i-ib)-N, N-^^f)^l/7 

2-/7DO-4- [(6, 7 -v* h*->-4-4 l ?-7 , J=J» 7-U 
> (5 Omg) A (2ml). MJX3Ml/75> (0. 5m 1 ) \ZB 

f&Lfz'&. ^oa*;UA(Cigfi?L£ HJ**y> (4 8mg) £iD;LTMT3 
0#W»#kfc. 7 8gk:&SPU 5?*3 1 ;i'7S>|gBfcfi (2 5 Omg) 

^□□*;i/A/^^y-;UTSM1"SHPLCt«J:0ttffl!L, SH0lb^S3 3 
mg, «I5 3%T*#£:. 

'H-NMR (CDC 1 a, 400 MHz) : <53. 11 (s, 6H), 4. 12 (s. 
3H), 4. 20 (s, 3H), 7. 05 (s. 1 H), 7. 17 (dd, J = 2. 
4Hz, 9. 3Hz. 1H). 7. 31 (d, J = 2. 4Hz. 1H), 7. 59 
(s, 1H). 8. 15 (s. 1H). 8. 46 (d, J = 9. 3Hz, 1H), 8. 
8 2 (s, 1H) 

«*##Hi (ESI-MS, m/z) : 4 0 3 (M*+ 1) 
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nmmi 19 :N- (2-gPO-4- {[6-* b*is-7 -p-*)^*) / 

yg^^-»-4-^^-yu-;i/3 y^-)i) -n' -yn^jiour 

N-(2-^oo-4-[(7-th'D^>-6-^ h + ->-4-^±V r, Jn;P) 
**^] 7i-JH -N' -7'Ptf;>^l/7 (7 5mg), £?&;*7'J"?A (5 lm 
g), (7 6 Ml) £N,N-y^?MM75H (4m 

1) (3jg^L^T3^«^b7to MJ£T&$£g£LTf#£>n££l$K:7k£ 
JjDA, ^□□*;i^AT"tttiJLfc. MM^^TK^^-h'J^AT-^L, MET 
^^@^tTt#e»n/!:^$^X-x^T-^#L. N- (4 - {[7 - 
^:/D7i?*-» - 6 h^*>-4-*±^/U-;i/] - 2-i7DD7x 

n;W — N ' -7ohMU"?U7£7 4mg, W7 8%T#fe. f#e>tl7c4T^ 

(74mg). (51mg), ^*Ll> (13 0/il) £N,N-->**5f 

W^A75 K (4ml) (Ijg^t^iST-^^L^o MEET?£$£g£LT 

%*>ntz?%2 \zmmmym-r v u ? A*8jfc£jnA* □ p*;PAT»ai Lfc. 

□ n^UA/^ ^ J -JlT'Mffl-rz is^jif o~7 h£fy7-4—iZJz<0%mM 
U mmoitS®* 4 9rag> M6 3%Tf#£. 

'H-NMR (CDC 1 s, 4 0 0MHz) : 6 0. 89 (t. J = 7. 44Hz. 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3-2. 4 9 (m, 4H), 3. 0 4- 3. 0 9 (m, 2H), 3. 3 
2-3. 38 (m, 4H), 3. 5 2 - 3. 6 8 (m, 3H), 4. 03 (s, 3 
H). 4. 2 3-4. 2 9 (m, 1H), 4. 32 (t, J = 5. 89Hz, 1 H). 
6. 98 (t, J = 5. 49Hz, 1 H), 7. 21 (dd, J = 2. 68, 9. 
03Hz. 1H), 7. 36 (s, 1H), 7. 46 (d, J = 2. 68Hz, 1 
H), 7. 53 (d, J = 7. 81Hz. 1H), 8. 03 (s, 1H). 8. 18 

(d, J = 9. 27Hz, 1H), 8. 54 (d. J = 4. 39Hz. 1 H) 
nmfttfm (ES I -MS, m/z) : 5 2 9 (M + ) 

mmmi 20 :n- (2 -gcm-4- -<2 ; 

Xh^-»-4-^t'/ l J-iH ^^-» 7x~;l/) — N* -7W;t^l/7 
N-{2-^pa-4-[(7-tKo + ->-6-^h + i>-4 U-;W 
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jJ-*$/] 7i-M -N ' -yotf;U^U7 (7 2mg), &B8;&'J£A (3 0m 
g). i,2->*^ntl^> (6 2 Ml) ^N,N-y^^*M75 K (4m 1 ) 
C*»UMT3l«|IBli»Lfc.»£ET*«*«*LT#6tlfc3a*K:**lO>l, 
?nn#;UAT»lHiL;t. W»JB£te*ttK*hy£AT«*U MEra$£ 
g4LTi^nfcl^$X-f^^L. N— (4- {[7- 

-6-^ h+v-4-^yj-;i/] -2-^do7x-jw - 

N' -yPfcf;i/?l/7£4 Omg. 5%TWc. #6tlfc«t»HM* (4 5 nig). 

KKaUtfA (3 Omg), : 6;P*'J> (80 Ml) £N,N- y7fMM75 
K (2ml) KiS#LMT-!ftli#Lfc. »EET»«E«:e*LTfcSttfc38£ 

^ ^ ; -KfiHt 5 'J * 1^57 4 -K.i:9»8itU Sawfish 
#j£4 2mg, K$5 6%THfc. 

'H-NMR (CDC Is, 400 MHz): 50. 89 (t, J = 7. 3 2Hz, 
3H), 1. 4 3 - 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2H). 2. 
66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 
0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4H), 3. 5 3 (m, 1H), 3. 
5 7 - 3. 5 9 (m, 2H). 3. 96 (s. 3H). 4. 31 (t. J = 5. 8 
5Hz. 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H), 7. 
41 (s, 1H), 7. 4 6- 7. 4 7 (m. 1H), 7. 55 (d, J = 12. 
69Hz. 1H). 8. 03 (s, 1H), 8. 19 (d. J = 9. 27Hz, 1 
H), 8. 5 5 (d, J = 5. 3 7Hz, 1H), 

(ES I -MS. m/z) : 5 17 (M + + 1) 
mmmi 21 : N- (2 □□- 4 - {[7 - (3-fc Ka^->7'a^^f>)- 

h^*>-4-^VJ-;H Hiil 7x-;u) — n ' -ypbf;i/9U7 

N-(2-^00-4-[(7-tFo^y-6-^ h*->- 4 njlO 
7i-iH -N' -Zfu\^)V0U7 (5 5mg) ,^^'J^A (2 0 
mg), 3 -yot- 1 -"/D/tZ-Jl/ (6 2 Ml) ^N.N-y^^MMJ 
S h* (4ml) £jg#LMT3l$HI«#Lfc. «ETiSi«£®£LT&6ftfc 
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0%Tf#fc. 

'H-NMR(CDCl3,400MHz):<50. 91 (t, J = 7. 44Hz, 

3H), 1. 24 (bs. 1H), 1. 4 3- 1. 5 2 (m, 2H), 1. 97 (t, 

J = 6. 22Hz, 2H), 3. 06~3. 11 (m, 2H), 3. 56-3. 7 

1 (m. 2H), 3. 97 (s. 3H), 4. 27 (m, 2H), 6. 99 (t, J 

= 5. 62Hz. 1H), 7. 23 (dd, J = 2. 6 8, 9. 0 3Hz, 1H), 

7. 38 (d, J = 9. 03Hz, 1H). 7. 47 (d. J=2. 68Hz, 1 

H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 

Hz, 1H), 8.5 5 (s, 1H) 

M*##tM (ES I -MS, m/z) : 4 6 1 (M + + 1) 

glMffill 22 : N- (2-^dd-4 - ([7 - - 6 

h^->-4-^^-'/'J-;H ^y[ 7i^) — n ' -7atfji/9U7 

N-{ 2-^700-4 -[(7 -t h*P^^>- 6 h + ->-4-^VU-;i/) 
7i-iH -N ' (5 Omgh M&^'J^A (3 Om 

g). Ifl/Vyatt K'J> (44tfl) &N,N-y7fMM7SH (4 
ml) K8#LMT3l$ffl*#Lfc. »EET8»t£fflaLT»&ftfc»S»;:7jc 

Tjt^^fg* t xm 6 nfca * * ^ □ □ *;i/A/^ * y -^tsibb-t -s f> u # y 

JU^D^h^^-KlJ: DOSSIL. Ii0^i^l2mg. W22ra 

'H-NMR (CDC 1 a, 4 0 OMHz) : 5 0. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m. 2H). 3. 98 (s, 3H), 4. 22 (t, J = 4. 6 
4Hz, 2H), 4. 98 (t, J = 5. 37Hz, 1 H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H). 7. 48 (d. J = 2. 68Hz, 1H). 7. 55 (s, 
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1H), 8. 05 (s. 1H). 8. 1 9 (d. J = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

(ESI-MS, m/z): 44 7 (M*+ 1) 

mmmi 2 3 : n- (2 -^pp-4 - U6-;* h^->-7- {a-m^v)\> 

-4-*j-V<)-M**i/} -N' -yPhf;i/^U7 

^ (N- { 2 -£DP-4-[ (7-tKD+y-6-^h + x-4-+t 
«/U=;W t^^]7i-;H -N ' -T'Pfcf^l/T. 80mg) ,^»*iJ^A 
(I38mg), 4-&uu*?)V\£V s J>mffi&. (4img) ^N.N-v 5 ;*^;!/* 
F (lral) K8#L80tT3l3|ig«#Lfc. R^jg^K:***!^, 
^□D^UA-^DAV-^ (3/1) TtttiJl/fc. WailSr^TK^^hU^ 
AtSiL, «ETSJi«:S*lxT»e.nfc«S«rHPLCHTa[a8L. sn© 

'H-NMR (CDCla, 4 0 0MHz) : a 0. 9 6 (t, J = 7. 6H2. 3H). 

1. 5 3- 1. 6 4 (m. 2H), 3. 25 (del, J = 7. 3Hz, 12. 9H 

z, 2H), 4. 07 (s, 3H), 5. 32 (s. 2H), 6. 66 (s, 1 H). 

7. 14 (dd, J = 2. 7Hz. 9. OHz, 1H). 7. 27 (s, 1H). 

7. 29 (d. J = 2. 7Hz, 1H), 7. 41 (d, J = 5. 9Hz, 2H), 

7. 54 (s, 1H), 8. 24 (d, J = 9. OHz, 1H). 8. 59 (s. 

1H), 8. 63 (d. J = 6. 1Hz, 2H) 
H*#*rfc (ES I -MS, m/z) : 4 94 (M + + 1 ) 
mmmi 24:N-f2-^PP-4- ({ 6 H*->- 7 - [(S-^Uft'J 

IS^tM. **~>3 -4-WJ>;H £±±) 7x~;m-n' -7W 

^■71/7 

N-(2-^OD-4-[(7-th'o^y- 6 h^*>- 4 VU -JU) 
7i-M -N" -yotf^^^J (7 0mg). (3 0m 

g), s\>$ ^VyJui-i F (8 0 ,ul) ^N,N-y/fMM7SH (5 

Ti£$£g£LTtibft7M£££x-x;i/Tft#U N— [4 - ({7 - (5-7* 
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□ D7i-iH — N ' -Zfa¥)lOU7£4 3mg, W4 6%T*§fc. f#£>tt 
fc+H# (4 3mg). &MiJVV& (3 0mg), ^;U*'J> (7 0 Ml) £N,N 
-y^WJl/AJSH (4ml) l:*l»l/SaT-«lWfl/ft. WETiSli* 
@£LTt#6ttfc^£KfiSfn^&7jcSt:f- h U !>A**«*fiDA^ nn*JPATa 
ttJLfc. ^TftJiSSiTKSSBSE^h'J^A^jftL/* MJET*§&£g£LTf§6>*lfc 
3££ * ? p □ A/* * / -^TJIUfj-f 5 > U * □ 7h^77f-£cJ; 
9«f«L. Si©ftt**3 0mg. M6 8%Tf#fc. 
'H-NMR (CDC 1 3, 4 0 0MHz) : 6 1. 71 (t, J = 7. 32Hz, 
3H), 2. 28 (t, 3 = 7. 20Hz, 2H). 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H), 3. 2 9-3. 3 0 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m, 1H). 3. 8 6 - 3. 9 0 (m, 2H), 4. 36 (t. 
j = 4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, 1H), 4. 7 7 
(s, 1H). 4. 99 (t, J = 6. 34Hz, 2H), 7. 80 (m. 1H), 
8. 02 (dd. J = 2. 68Hz, 9. 27Hz, 1H). 8. 18 (s, 1 
H), 8.. 27 (d, J = 2. 68Hz, 1 H), 8. 34 (s, 1H). 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz. 1H), 9. 35 (s, 1 H) 
J?*##HI (E S I -MS, m/z) : 5 5 9 (NT+ 1) 
mmmi 2 5 : N- {2-{n3B-4-l (6-*h*S/-'7- {f5- (1H- 
1. 2, 3- hUTV-JU- 1 --Y;!/) ^>9 1 ;M^S/) -4-*^/U-;U) 

^->i7x^;u} -n' -7"pe;i/^U7 

h >J77->>K0-41nil)> 1 -7n : &- 5 -#DD^>*> (l.Omlh 3 5ftf 
h 5 :7>;U7 (lOmg), *J:^3M*»^hU^A7KiS» (lml) 

S7-feh> (10ml) tC&^L. 50 , CTl8l$raflK#Lfc. Kl6»*«K:*ftl0iL. 

salts e»nfc3ss*. ^□□*;i'ATJi^-rs7DT h^7 7^-iZctoii 

SILs *KI# (390mg) fctefc. 

^ (N— { 2 -0 4 -[ (7-kHD+y-6-^h + y-4-+ty 
iJ-JP) ^^]7i-iH — N ' -7DtfJU^U7, 80m g) ,^^^'J7A (l 
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38mg)> W&<D$>ffifc (52mg) ^N,N-y/fM^A7* F (lm 1 ) \Z 

-)v (3/i) xmiULrz. %mm&m7mmi-h i Jv&-etfc®L. mmrmm 
^^vxwbnrcm^^HPLCizx^mi u 3^©<t;£^£4img, jr* 

38%TWc. 

'H-NMR (CDCh, 4 0 0 MHz) : 6 0. 96 (t, J = 7. 6 Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0- 2. 0 8 (m. 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H). 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t. J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d. J = 2. 7Hz, 1H). 
7. 48 (s. 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz, 1H). 8.5 8 (s, 1 H) 

Bi»«fl (ESI-MS, m/z):5 4 0 (M*+l) 

gygflll 2 6 :N' - (2 - frDD-4- (f6-*h=fc'>-7- (4-b'Uv 

-4 -^^-'/U 7i-j|/) — n, N-->'x^;i/r>u 

7 

(N ' - (2-^OD-4-[ (7- t KP + x- 6 h + f>- 4 
t l /U-;W t4x]7i-JH — N, N-i/JL^frVUT. 83m g) J?&£'J 
£A (l38mg). 4 - ^ □ P ^ 5-)V\£* J v (49mg) £N,N-v*?- 

WA7S K (iral) t«»LMTl8«FHffii*Lfc. £fln 
Zuwfcfrk-fuKJ -)), (3/1) TftttiBUfc. 5ff«8Ji*^*l5aig^h 

'j^at^l. «ffiTJS«J*a*LTfi&nfca$SHPLCk:Tafa!L. ^ 

'H-NMR (CDCh, 4 0 0MHz): il. 26 (t, J = 7. 3Hz, 6H), 
3. 41 (q, J = 7. 1Hz. 4H). 4. 08 (s. 3H). 5. 32 (s, 
2H), 6. 98 (s. 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 27 (s. 1H), 7. 29 (d, J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 5. 9Hz, 2H) 
H*#*H1 (ESI-MS, m/z): 5 0 8 (M + + 1) 

mmmi 2 1 .- n- a- {[6-^k^->-7- u-^jwj/ 

N-{2r^DD-4-[(7-kHn^>-6-^ h^->-4-+^- > /'J^;U) 
7i-;H -N' (7 0mg), jRBfcfr U *A (3 0m 

g). ^>^/fi//^DSF (8 0 Ml) $N,N-y^fMJl'A75 H (5 
ml) C«#L£ire3l5IHJJI#Lfc. $ffiT&&£S£LTf#S>ttfc8£lC* 

T»Jg£SSbT#e>ftfc38;*&x-x;i'TifcJ*U N- (4- {[7 - (4-7* 
Dtyh + y) - 6-^ h + v-4-^^-V'J-;H -2-i?OD7i 
-;i/) -N' -yPt>^l^7S:4 3mg, JR*4 6KT»&. ftSttfc + IHHt: 
(4 3mg). «K#U*A (3 0mg). : E;P*U> (4 0 Ml) fcN.N-v**?- 
;U*;UA7S K (4ml) «flET»ttE*S*bT 

&&ftfcS£Ktein&&7jc*:*- h 'J ^A*i6?ai*lDA^ □ n*;i/ATttiaLfc. 

w«»&&#5£K:fHj2ATe»u mEET'&mz'g&bTmztiitnz*? 
d □ a / * * y - fr-cm p*nf 5 *> u # y ^7 d t h y ? 7 4 - \z «t 0 «tat 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 60. 99 (t, J = 7. 32Hz, 
3H), 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0-2. 0 8 (m, 2H), 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m. 2H), 4. 
7 2 -4. 7 7 (m. 1H). 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m, 1H). 7. 30 (s. 1H), 7. 3 2-7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d, J = 9. 03Hz. 1H), 8. 
6 1 ( s , 1 H) 

«*##HI (ESI-MS, m/z): 545 (M + + 1) 

gg|Mi 28 :N- [2-^OD-4 - (16-/ - [2 - (4-*^ 
;Hf^7SV)Xh*->] -4-^V/U-JI/} 7x~;i/] - N ' -7" 
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N-(2-^nD-4-[(7-t + h + v- 4 -+:M/'J -;U) 

7i-M - N ' -^Dtr;P^U7 (60rag), £»#'J»>A (3 0m 
g)» 1,2-->*7*D«*> (7 0 Ail) ftN,N-^*5\Mv;UA7S K (4m 1 ) 
L 3 HH L £ o «EET8I£ ft S4 LTf* S nfc» S lc* ft JD*. . 
^□□^;i/ATtttBLfc 0 sfiTWift^aK^-h'JCATeJiU METitJSft 
S*UT»6ftfc3a*ftX-x;WT«5»L. N- (4 - {[7 - 

-6-^ h+->-4-+^-7u^;i/] -2-^do7i-;w - 

N' -yne;i'»>U7ft4 6mg, TO 6 2%Tf#fc. f§&*lfc+ra# (4 6mg). 
«K*U.«>A (2 0mg), N-^fiI/W7y> (5 0 Ml) ftN,N-5>*^ 
*M7S H (3ml) \z®mLMfo-?-&®Wl>tz. «JET»tttft«3cLT» 
^tlfcSIS Cfflft^K**^- h U^A^MftflDA^aosM'ATfcbiiiLfc. ^ 
«JBftfS7KBiEK-t- hU^ATftjUU, »ffiTi£&ftS*LT?#&njfcgS£ft* □ 

MOft^ftft 2 4 m g , TO 5 0 

'H-NMR (CDC la, 4 0 0MHz) : 60, 99 (t, J = 7. 32Hz, 
3H). 1- 61-1. 64 (m. 2H), 2. 75 (m, 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 -4. 3 5 (m. 2H). 4. 78-4. 
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (dd, 
J = 2. 68Hz. 9. 03Hz, 1 H), 7. 31 (s, 1H). 7. 49 (s, 
1H), 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 
li^tl (E S I -MS. m/z ) : 5 3 0 (M + + 1 ) 
H%ff!ll 29 :N-(2-£cm-4-[(7-{2 - [(2-kPa»->If)l>) 
Oj^ik) 75/3 iF^-» -6-* h*->-4-*^/'J_;u) £*>J 7 

x~;u) -n' -ype;u^i^7 

N-{2-^DD-4-[(7-tHo^->-6-^h + y-4-*t > /'J n;M 
7x~;H -N' -7*Ot;i/'7l/7 (6 5mg). k&TJ'J^A (3 0m 
g), 1,2 -v7*D ; EX^> (3 0 Ml) $N,N-^^5 1 ;i'*;UA7$ K (4m 1 ) 
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SiiTienfc^^^x-f^WL, n- (4- {[7- 

N* -7'Ptf;i^U7£3 6mg, JR$S4 5 %T#fc. #£>n£4>P B m (3 6mg). 
pIM^'J^A (3 0mg), N-^5 1 ;Px^y-;P7$> (3 Owl) SrN.N-v 
^^MA75 h' (3m I) MflET*£&£g£ 

Lxmbnrz&zizmftixwmi- hw^mwLZtiQZz pp^AT&mL 

$ # p p *;ua/* rS' / -;n?jgpf 3 -> 'J * □ t h 7*7 7 <c -fc «t 0 M 

'H-NMR (CDC h, 4 0 0MHz): (5 0. 9 8 (t, J = 7. 32Hz, 
3H), 1, 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H). 

4. 0 3 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H), 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1H), 7. 28 (s, 3H). 
7. 40 (s, 1H), 7. 54 (s, 1 H), 8. 37 (d. J = 9. 03Hz, 
1 H). 8. 6 4 (s , 1 H) 

f?a#ffHi (ESI-MS, m/z): 5 0 4 (M + + 1) 

mmmi 30 :N- [2-7PP-4- ((6-* h*~>-7- [3- (4-^9- 

)±&Zz2237EM±kl -4-*i-vv=-fr) 7x~;h -n' - 

N-{2-70P-4-[(7-t b*P*«>-6-* K + x-4-^^VJxjU) 
**3/] 7i-JH — N ' -7'Dhr;U7l/7 (7 5mg). ^*'J7A (3 Om 
g), l > 3--77D : E7"o/1> (7 5m0 ^N,N-y^fMM7SH (4m 
l) K8*LMT3P*raiS#Lfc. »ET»**a*l/T»6n^»*t7kS: 
JD*, £PD*;PATiSffiLfc. ^M*fc7jcBSlg^hy£AT9£*8U MJET 

j8ttt^a3cUT»6nfca$*x-r;i/Tas»L» n- (4 - {[7 - o-7*p 

^^D^+y) -6-/ h + -2-7PP7x 
x;U) — N ' -ynWI/7i&5 Omg, »5 2%T*#£. ^Sftfe+Efl: 
(3 Omg), E*&#U7A (2 Omg), N-y^t°^^v> (4 0/zl) fcN, 
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N-y/WM7$F (3ml) K8A?LMT-&»#Lfc. METSttt 

'H-NMR (CDC 1 j, 4 0 0 MHz) : 6 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5-2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m, 3H), 2. 9 2 - 2. 9 8 (m, 3H), 3. 2 5 (m, 
2H), 4. 04 (s, 3H). 4. 25 (m. 2H), 4. 83 (m, 3H), 5. 
34 (s, 3H). 6. 70 (s, 1H), 7. 21 (dd, J=2. 68, 9. 
03Hz, 1H). 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s, 
1H). 8. 18 (d, J=9. 27Hz. 1H), 8. 59 (s, 1 H) 

M#*HI (ESI-MS, m/z): 544 (M + + 1) 

mffiMl 31 : N' -\2->7UU- A- ({ 6 h^->- 7 -f2 - ( 1 H- 
1. 2, 3-h'J7'/-Jl/-l-f^) Xh^y]-4-4 : t'/ 1 J-Jl/} 

7x-;H-N, N-xX^l-fr 
Jg*4 (N' - {2-*DD-4-[ (7-fc KD*->-6-* h**>-4- + 

±VU-;U) ^y]7x-JH — N, N-S?If;W U7. 83m g) 'J 

9A (I38mg)> 2- (1H— 1. 2, 3 - h U 7V)V- 1 -- f;W X^U 4 
1 -^>-fe*>X^7^-^-- h (59mg) ^N.N-y^fWAJ 

5H dml) Kjg#L80rTl8P*ra»#Ljt. K^jg^«jk:**lp>l. 

■fofrk-ZTunj -)V (3/1) TtttHLfc. #«Ui£&*a^HJ£AT« 

tWflst h •JX5 L ;U7S> (0.027ml) fl)£nm#Jkk dml) Sttt, otT K 
'J**y> (90mg) ilDAT. 30^IBHft«iLfc. EJSig£ttS0t;K:fcgJLfc&. 
yW7 5> (0.044ml) SjSTLTftlA, 2Pf Hj5ntTgjfl£T#jBLfc. £ 

;U (3/1) TttfflLfc. #«Ji£a^fcBfc?-HJ£AT«»U M£ETi£$£ 
gSLTibnf:S$$HPLCl:T«Sl, gfla><t£#l£30mg. JR$29X 
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'H-NMR (CDCb, 4 0 0MHz) : 6 1. 2 6 (t, J = 7. 1Hz, 6H). 
3. 41 (q. J = 7. 1Hz. 4H), 4. 03 (s, 3H), 4. 53 (t. 
J = 4. 9Hz, 2H), 4. 94 (t, J = 5. 1Hz, 2H), 6. 98 (s. 
1H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz. 1H), 7. 26 (s, 
1H), 7. 73 (s, 1H), 7. 94 (s. 1H), 8. 38 (d, J = 9. 0 
Hz, 1H). 8. 6 0 (s, 1H) 

mmmi 32:3 - (n- (3-gpp-4- (r (yxw^y) ajt/#- 

— N, N-yXfM-/t/^h 

Ktt (N* - {2-^DD-4-[ (7-hFD+->-6-^h+y-4-=!r 
^V/iJ-;lO ^y]7i^H -N, N->'XfJWl/7, 83mg) >J 
£A (l38mg). 3 -T'P^- 1 -!?D/1/-;U (0,027ml) £N,N - £?J*3\M/ 
*Jl/A75 K (lml) CfctfLsorTlSftPlffiHiLfc. £iD;t. 
?dp*;1/A-:/d/V-^ (3/1) TttfflLfc. W8S£a87k«IEiW-hU2 

f#fc. h'JX^JI/75> (0.027ml) ©*DP*JPA (lml) Sttfc. 0 

tTh'J^y> (90mg) iDAT, 30^WU:. fcO'CK^L 
i?X3 1 JI/75> (0.044ml) SiiTlTjDX., 2E|ii]*»ttTM*Tj*i&L 
Ac. K*6S^fttCttfO«tt**^hU!>A**i**ftllP*, y-pp*;PA-7"P 
AV-;U (3/1) TlfifflLfc. MlfcfcrtfcK^hy^ATttjiU MJET 
8&£e£LT»Sftjfc»££HPLC£TttfiU SB©fl:£«j*i9mg, JR 
^17%Tt#fc. 

'H-NMR (CDCh, 4 0 OMHz) : 6 1. 0 4 (t. J = 7. 1Hz, 6H). 
1. 22 (t, J = 7. 3Hz, 6H), 3. 09 (q, J = 7. 1Hz. 4H), 
3. 36 (q, 3=7. 1Hz. 4H), 3. 75 (t, J = 6. 3Hz, 2H), 
3. 97 (s, 3H), 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s, 
1H), 7. 10 (dd, J=2. 7Hz, 9. OHz. 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 45 (s, 1H). 8. 33 
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(d, J = 9. 3Hz, 1H), 8. 55 (s. 1 H) 

3 3 : N— f 2-?dD-4- ({ 6 b^F-z/- 7 -f 3 - (4-kf'J 
2M^1 ya#*->l-4-*:J-'/U-;U} 7i_JH-N' 

mn (N- (4- {[7- -6-*h*i>-4-* 
^-»/U-;U]**S/} - 2-^D07x-;W -N' -yotf;i/£l^7, 80mg) , 
£K#U£A (138m g), 4-^;^^htf'J> ? > (22mg) feN.N-^^P 
*;UA7 5 K (1ml) £!gftLMT3l*Mtt#Lfc. EJ&SfcttfcTKftiq*., 

^□□*;ua-7'oav-;i/ (3/i) TttfflLfc. *M£ft*mx-HJ9 

'H-NMR (CDC13, 4 0 OMHz) : 6 0. 91 (t, J = 7. 6 Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 2 4-2. 3 2 (m. 2H), 3. 11- 
3. 24 (m, 4H). 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 7 0-4. 8 0 (m, 1H), 6. 62 (s, 1 H), 7. 11 (d 
d. J=2. 7Hz, 9. 0Hz, 1H), 7. 11-7. 16 (m, 2H), 7. 
23 (s, 1H), 7. 25 (d, J = 2. 7Hz, 1H), 7. 45 (s, 1H), 
8. 19 (d, J = 9. OHz, 1H), 8. 3 0-8. 3 4 (m, 2H). 8. 
5 5 (s. 1H) 

n&ftVrm (ES I —MS, m/z) : 5 5 4 (M + + 1) 

g#|Mi 34 :N ~ ( 2 -^DO-4-r (6-^ b*~>-7- lS-\ (1 -pt 

^)V-\H-l, 2, 3, 4-fh77-^- 5 y^-iyPTK^S/} - 

Stt (N— (4- {[7- (3 -7CHE7D#*^) - 6 b*ri/- 4 -* 

- 2-^DD7i^) - N ' -7*Dtr;i/"^U7. 80mg) , 
JK&TJ'J^A (138m g). 5 - * 7> - 1 - x h 7 »/— ^ (23mg) £N,N 
-y^fMM7$K (1ml) UMT3l»M«#l,fc. g^g^tt 

K#£iO*.. ^□DMA-7'a/V-Jl/ (3/1) TftBttiLjfc. Wt£/f£fi&7K 
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'H-NMR (CDCh, 400 MHz): 60. 91 (t, J = 7. 3Hz, 3H), 
1. 5 1-1. 5 6 (m, 2H), 2. 3 9-2. 4 8 (m, 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t. J=7. 1Hz, 2H). 3. 86 (s. 
3H). 3. 97 (s, 3H), 4. 27 (t, J = 5. 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H), 6. 63 (s, 1H), 7. 10 (dd. J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3. 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. OHz, 1H), 8. 55 (s, 1 H) 
**##Hi (ES I -MS. m/z) : 5 5 9 (M + + 1) 
HiSWl 35 : N- (2-?Pd-4- (f6-^ h^->- 7 - 

yyp^y) -4-^^- > / | J-;m^-4 i ->} 7i_M -n* -■7u¥)ivv 

7 

N- { 2 -£DD-4-[ (7-t h*D^->-6-/ h + ->-4-+±V , J- 
;W ^->]7HiH — N ' -7*Dtf;i/^l/7 (500mg) ,£»*U£A (857 
mg), l,3->'7'at7'Dn> (0.5m 1 ) £N,N- vp^l^JUATS K (5 
ml) UMT3l$ra«#Lfc. »ffiTigJ*ftS3sLT#6ftfc»3K:* 

A/2 -:/ci/V-;l/ (4/1) TJfittJLfc. #M$^7XSfE 
K± h 'J £ A Ttt* L . «£ET«ii*®* L Tt# 6 tt&8 $ ft X-TJPTft» L , 
N — (4- {[7- (3-7'Ot7D^-/) -6-* K + ->- 4 -+^V'J - 
- 2-^007i'iH — N ' -7*D 7 £451mg, iR^ 7 

l%Tt#7c. N — (4- {[7- (3 -^n^n^'» -6-^h^v-4 
-^'/U— - 2-^D07x-;H — N' -7otf;P^l/7 (70 

mg), &»#U2A (54mg). ^'Jv> (39ul) ^N,N-y7^M75 
K (2ml) tSIbllT-WWlfc, ttflET8»ftS*LTf§e>ft&»<* 
ICfifOftK**?- h U £A7Ki§f££j!JD;i£ □ o*Jl/ATi[H Lfc. W$l£*S7j< 
S£K:t- HJtfATfciBIU WBETJSJtftS* LTfcfcttfc»3 □ U*)\,k>/ 

«BO{fc'&&ft35mg. iK^50%Tt#fe. 

'H-NMR (CDCls, 4 0 0MHz) : 50. 98 (t. J = 7. 6Hz. 3H), 
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1. 46 (br, 2H), 1. 5 4- 1. 6 6 (m, 8H). 2. 15 (br, 2 

H) , 2. 44 (br, 2H), 2. 55 (br, 2H). 3. 2 0- 3. 3 0 (m, 
2H). 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz. 2H), 4. 77 

(t, J = 5. 9Hz, 1H), 6. 65 (s, 1H). 7. 17 (dd, J = 2. 
7Hz, 9. OHz, 1H), 7. 32 (d, J = 2. 7Hz, 1H), 7. 33 

(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1H). 8. 
6 1 (s, 1H) 

lySffill 36 :N- [2-gPd-4- ({7-^h^->-6 - [2 - (4-^ 
(N— {2-{7UU-A- [(6-tKD + ->-7-^ h + ->-4-+^-VU- 

;u) 7i-;w - n* -yotr;p^U7 (soomg), ftK*«;«>A (8 

57mg), 1. 3 -v ? ^D ; £7 , 0/1> (0. 5ml) $N, N-x*^;i/*;i/A 
75H (5ml) C»*l/iilT3ISH}|ltLfc. «JETiSJK£B2sLTf»&ft 
fcJSSKlTKfcln*. ^□□*;UA/2 -yo/V-Jl/ (4/1) T?tttBL7c. *f 

x^T'ft^U N — (4- {[6- (2-7"atlh+y) -7-*h*->-4- 

*^-v/U— ;u] - 2-^dd7i-jh — n' -yotr;^i^7*4 5 

lrag, JR*7 lXT?»fc. N- (4- {[6- (2-7*otIh + y) -7-* 
h + y-4-+t7U-;H - 2-i?DD7i"JH - N ' -^Dt^ 

£1/7 <5 0mg). $K;frU»>A (40mg), N-^^l/fcM? v>> (50// 

I) £N. N-y^fWA7SF (1ml) £«#LMT-lft»#Lfc. 

^77^-^«kO«®U. %MV>it£fy)% 2 Omg, iR$4 4%THt. 
'H-NMR (CDC 1 3 , 400 MHz): 50. 98 (t. J = 7. 3Hz. 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H). 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6. 
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1Hz, 3H), 3. 2 4- 3. 2 9 (m. 2H), 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H). 4. 83 (br, 1H), 6. 69 (s, 1H), 
7. 16 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J = 9. 0Hz, 
1H), 8. 6 2 (s, 1H) 

»S##HI (ES I -MS, m/z) : 5 2 9 (M + + 1) 

&8Bm 37 :N- [2-^PP-4 ({7-y h^->- 6 - [3- (4-*^JU 

2-°ji±23 -4-^^-i/U-^) ^-^-» 7i=;h -n' -7 

(N- (2-^DD-4- [(6-tFD + y-7-^h4 : y-4-+t l /iJ- 
;u) 7i-JH -N' -yptf;i/^U7 (5 0 Omg), p^^'J^A (8 

5 7mg). 1, 3-y7"o : E7"D/'?> (0. 5ml) ^N,' N-y7fMJl/A 
75 K (5ml) K:igfl¥UMT3li*M«#Lfc. 8*ETi8ttt*«£LTl»&n 
fcSSfcTKSiD*. ^pp*;ua/2 -yp/ty-jU (4/1) -cfi&ffiLfc. # 

x^Tft^U N— (4- {[6- (3-^Dt7'D^-» - 7 -y f^>- 4 

-2-^DD7x-JH -N' -7"DtT;l/^!/7^4 
5 lmg. »K$7 lXTfffc. N- (4- {[6- (3-7'D : t7'o^-» -7 
-^h + y-4-+7- l /'J^] -2-^DD7zr;H -N ' -7"o 

tf;p^l/7 (5 Omg), &Bfc#U£A (40mg), N-^5 L ;i/tT^7v> (5 
Owl) £N, N-y^f;WA75H (1ml) tl/gfl? L jgjglr— l&M^ 1/ 

£pp*;|/ATttffiU£. *«JIfcfc7kJ*K:hhy2AT8jttU MET*t&£ 

S£ UT#6ttfc»£ £ * □ □ *;i/A/y * y -^TSHJ-fs > 'j # ^ □ t 

'H-NMR (CDC 1 :. . 400 MHz): 60. 98 (t. J = 7. 6Hz, 
3H), 1. 5 8 - 1. 6 4 (m, 2H). 1. 71 (br, 4H). 2. 31 (s, 
3H). 2. 5 3 (b r, 2H), 2. 7 1 (b r, 2H), 2. 11-2. 17 (m. 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m, 2H), 3. 24-3. 



WO 00/43366 



PCT/JP00/00255 



- 129 - 

29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, J = 2. 7H 
z. 9. 0Hz, 1H), 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 

4 

(s. 1H), 8. 25 (d. J = 9. 0Hz, 1H), 8. 61 (s. 1 H) 
R*#*fffi (ES I -MS, m/z) : 5 4 3 (M + + 1) 
HMflll 3 8 : N- (2-£PP-4- {f7-^ K^v-6- (2-fcTUSW 

-4-^± v /'J-;h^-^->} 7i-Jl/) -n' -yae;i/«>U7 

M** (N- {2-^PO-4-[ (6-th*D^y-7-/h4 ; y-4-+t 
»/U=;W ^->]7iZJH -N' -yolf;U^U7'. 80mg) .m^'J^A 
(138m g). 2- WnntT-M W)*J>HUk1lL (41mg) £N,N->?;*?Ml/ 
H dm 1 ) C»#Ll20*CT3l$ra«#Lfc. KJfcafcttfc***)!!*.. 

(3/1) T&iiiLfc. til^flllth'J*) 
ATftj*U «EET*«t*«*l/T»6tlfcg|$*»»X5 t JUTi5fe»L. ««© 
4t-&#>£54mg, JR$55%Tt#fc. 

"H-NMR (CDCh, 4 0 0MHz) : (5 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 5 1-1. 58 (m, 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s, 
3H). 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s, 1 H). 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 21-7. 29 (m, 
2H). 1. 5 3 - 7. 5 5 (m. 2H), 7. 66-7. 71 (m, 1H), 8. 
15 (d, J = 9. 0Hz, 1H), 8. 5 5 - 8. 5 7 (m, 2 H) 
MftViU (E SI-MS, m/z): 494 (M + + 1) 
g|SMi 3 9 : N- (2-^DD-4 - (f7-^ S^->-6- Q-^E/l/fr'J 

/ 7 -4-^7'Jn;W^^} 7x-;i>) -N' -yatf;i/^U 

7 

M$ (N— (4- {[6- (3-7'o#*-» -7-* K + ->-4-+^7U 
- 2-^7DD7i-JH — N ' -7Dtf;U^U7. 54mg) ,mm 
^'J^A (138m g). ; E;i/^ l J> (0.017ml) £N,N - V* ^Jlt^)VA7 5 K (l 
ml) tC^?Ll20"CT3Ptr B m^Lfc. fiJttfRfclljKlTlCfeJlD*, £PP*;UA 
-7"PAV-^ (3/1) TififflLfc. *M*fc#«MhfMJ£ATl£JiU 
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'H-NMR (CDCh, 4 0 OMH z) : 6 0. 9 1 (t. J = 7. 6Hz, 3H), 

1. 4 7- 1. 5 9 (m, 4H), 1. 8 8-2. 0 0 (m, 2H), 2. 35- 

2. 48 (m, 4H), 3. 20 (dd, J = 7.3Hz, 12. 9Hz. 2H), 

3. 6 2 -3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (m. 1H), 6. 63 (s, 1H), 7. 0 
9 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 24 (d, J = 2. 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d, J = 9. OHz, 1H), 8. 54 
(s, 1H) 

Slfi##T<i (ES I -MS, m/z) : 5 3 0 (M* + 1) 
mifcMl 40 : N- { 2 - f (6- {3 - (2-b Kot->l^) 
(*^) 7 5 /i^p^y} -7-^h^->-4-^^-yj-;i/) ^-^->17 

HCift (N- (4- {[6- (3 -ZfU^-JU-fc^i/) -7 -*b*i'-4-*r 

•f-JVzL ;uj:**->} - 2 -^no7x~;i/) — N' -yatr^^l/J, 5img) , 

JK&^'J^A (68m g). 2- (*3\>U75y) X^/-;i/ (i5mg) £N,N- 
y/fMMTi h* (lml) Kig&UorT3P$F B m#L7t. £J&^£#HC 
7K^jtJP^-. ^DD^A-yn/V-^ (3/1) TttfflLfc. W«0£&zktt 

^/-;i/T?gWr*HPLCC«kf3«a!L. Ssl©ffc£$l£25mg, M48%T# 

'H-NMR (CDCh, 4 0 OMH z ) : 6 0. 9 5 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 2 (m, 2H), 2. 0 8-2. 1 5 (m, 2H), 2. 3 0 (s, 
3H), 2. 58 (t. J = 5. 4Hz, 2H), 2. 68 (t, J = 7. 1Hz, 
2H), 3. 21-3. 2 6 (m. 2H), 3. 60 (t, J = 5. 4Hz, 2H), 

4. 02 (s, 3H). 4. 23 (t. J = 6. 3Hz. 2H), 5. 06 (t, 
J = 5. 6Hz, 1Hz), 6. 79 (s, 1 H), 7. 13 (dd, J = 2. 7 
Hz, 9. OHz, 1H), 7. 2 7 - 7. 2 8 (m, 2H), 7. 48 (s, 1 
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H), 8. 21 (d. J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

mummi 4 1 ; n- (2-?pp-4- (r6-* (2-WJ)V 
-4-*y*JM**'» 7x.-)V) -n' -7oe;i/frU7 

W,P, (N- { 2 -£PP-4-[ (7-tHD*->-6-/h*->-4- + y 
UJU) ^i/]7i-JH — N' 80mg) .p^'J^A (13 

8mgh 2 - ^PP^^tfU ^>ttL»tt (4img) £N,N- S>*9MU*;PA 

P7js;i/A-^aA/-;i/ (3/1) T&ffibfc. W^l^^KSSit^ h U £AT 

'H-NMR (CDCh, 400 MHz): 50. 97 (t, 3 = 7. 6Hz, 3H). 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5-4. 8 2 (m. 1H). 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 

(dd, J = 2. 9Hz. 9. 0Hz, 1H). 7. 19 (d, J = 2. 7Hz. 
1H), 7. 44 (s, 1H), 7. 53 (s, 1 H). 7. 56 (d. J = 7. 8 
Hz, 1H), 7. 69 (dt, J=2. 0Hz. 7. 8Hz. 1H), 8. 25 

(d, J = 9. 0Hz, 1H). 8. 46 (d. J = 5. 1Hz. 1H), 8. 6 
1 (d, J =4. 6Hz, 1 H) 

ll^ffl (ES I -MS, m/2):4 9 3 (M + + 1) 
mmmiA 2 : N- (2-?PP-4- (f6-* h^^-7- 

-4-^f/u;m^'>} 7x-;i/) — n ' -7'oe;i/frU7 

^^j. (N _ {2 - $ DD- 4 -[ (7-tFD + ->-6-^h + y-4- + >' 
*+->]7x-;H -N* --fuM)WV7> 80mg) ,j^K*U^A (13 
8mg). 3 -tuuttfrMWytHML (4img) £N,N->?*3\M*;UA 
75 b* (lml) lZ?g^L80t:T3lit^»L^. Kffig£ttfc#*j&D*, £p 

o^a-7*p/v-^ (3/i) Tte&Ltz. *mm*m*m&i-hVQ&r 

«£»U «ET»«tSS*^T»6nt»*ftHPLCK:T*«L. »B©fcS 
fe$70mg. iR^71%T#fc. 
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1 H — NM R (CDCh, 4 0 0 MH z ) : 6 0. 9 7 (t, J =7. 3Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 0 2 (s, 3H), 4. 8 2-4. 9 0 (m, 1H), 5. 3 0 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H). 7. 09 
(dd, J=2. 7Hz. 9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 32 (dd, J = 4. 9Hz, 7. 8Hz. 1 H) 7. 47 (s, 1 
H), 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
J = 9. 3Hz. 1H), 8. 47 (d, J = 5. 4Hz, 1H), 8. 58 (d, 
J = 3. 2Hz, 1H), 8. 7 5(S,1H) 

#*r«l (ES I -MS, m/z) : 4 9 3 (M + + 1) 
iJl 4 3 : N- (2-^OD-4- (f6~/ H=fr->- 7 - 
jt^-» ijj^^y} 7x~;U) -N' -yDbf;i/^1^7 

mn (N- (2-^DP-4-[ (7-th'D^y-6-^h^->-4-^ 
t+->]7x-JW -N' -yotf;U^7U7, 80mg) Jtgg#'J£A (13 
8mg), 4-^OD/^;Hf U5?>*Ka[ (4img) £N,N- &*?)V*}UJ* 
75H (lml) (Cjgfi?L80'CT3^ffi^Lfc. S^jB^«»C**JiaA. ?n 

o^;uA-yDAV-^ (3/D TaaiLfe. tii^jcs^thu^At 

ftjgU »ET*«l*«3eLTf»6tlfc»**HPLClCT*ll«J L, 

'H-NMR (CDCh, 4 0 0 MH z ) : 5 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H). 4. 05 (s, 3H). 4. 8 6-4. 9 2 (m, 1H), 5. 32 (s, 
2H), 6. 48 (d, J=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 
(dd, J = 2. 7Hz, 9. 0Hz. 1H), 7. 19 (d. J = 2. 9Hz, 
1H), 7. 38 (s, 1H), 7. 41 (d, J=6. 1Hz, 2H), 7. 54 
(s, 1H). 8. 26 (d, J = 9. 0Hz, 1 H), 8. 46 (d, J = 5. 
4Hz, 1H), 8. 61 (d, J=6. 1Hz, 2H) 
M (ESI-MS, m/z):4 9 3 (M + +l) 
m l 44 :N- (2-^PD-4 - {f6-^h^->-7 - (2 -^fr'J 
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7Xh*-» -4-^;UJHt^^) 7x-;i/) — N ' -^Phf^^l/y 
SCfl. (N — { 2 -£DD-4-[ (7-t + h + ->-4- + 7 

t+y]7i-;M -n' -7ofcr;i/*u7, ioomg) jsg^u^A (i 

72mg), l,2-y^OfEl^> (0.086ml) £N,N-y^fMM7 5 F (l 
ml) £»«¥LgffiT?3P*ra*#Lfc. Efc»£ftfc**l0*., *PO*;|/A- 

(3/1) TfflUJLfc. «r««*»l**tt^hU^AT«jftL, M 
ffiT*«E*«=6LT»6nfc»$*l-T^Ttt#L. *IHH* (N- (4- {[7 

- (2-^Dtlf + -» -6-/h^y-4- + ;U^x} -2-*D 
P7i^) -N* -yatr;U^l^7) *Mfc £tK*U£A (l38mg). 
=E;M%U> (0.17ml) $N,N-y^fMM75H dm 1 ) ICjgjgLsorT 

2*Witl*l/fc. £ffiig£4fc»;:*£:Jn*., £pp*^a-:/p/\v-;1/ (3/i) 

nfcjs * £ * □ □ sfrju a/* * y -^tjrm-t s ywWD7h^7^- 

£«fc9»88U ^jSO^tl*70mg, iR*S54*T»fc. 

'H-NMR (CDCh, 4 0 0MHz) : (5 0. 9 1 (t, J =7. 6Hz, 3H), 

1. 5 0 - 1. 5 9 (m, 2H), 2. 5 7 (t, J =4. 6Hz, 4H). 2. 
88 (t, J = 5. 9Hz. 2H), 3. 18-3. 23 (m, 2H), 3. 68 

(t, J = 4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5. 
9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 
3Hz, 1H), 6. 74 (br. 1H), 7. 03 (dd, J = 2. 7Hz, 9. 
OHz, 1H), 7. 14 (d. J=2. 7Hz, 1 H), 7. 34 (s, 1 H), 
7. 43 (s, 1H), 8. 42 (d, J=5. 1Hz, 1 H) 
f?fi##Mi (ES I -MS, m/z) : 5 1 5 (M* + 1) 
mmmi 4 5 :N-r2-^PP-4-({6-yh^->-7-r2- (1H-1. 

2, 3 - MJ7'/-^- 1 zdM xK^rvl-4-^y UjH t4-»7xz;H 

— N ' -yPhf;U-7U7 

EC** (N- (2-£PP-4-[ (7 - t KP*->- 6 -j* K + 
•J^) t+y]7i-JH -N' -yPtf^'yl/T. 80m g) .fltKAUtfA (13 
8mg). 2 - (1H-1. 2, 3 - h l J7 % /-^- 1 -< )V) Ji^)U 4-y 
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?-)V- 1 -^>-£>7,)V~7*i— h (59mg) ^N,N-y^fMM7S K 
(lml) (I^bl20t:T5^^Jt^tfc. K^m^m\Z7^1X\X. i7UUts)V 
A-7*OAV-;i/ (3/1) TttitlLfco %®MZ%i7m&i-hV'5AT'& l &L. 
i&J£T®mZ% : £LTnt>tltz%-2 ? □ D*^A - * * / -;H?J1P>§ LfcH 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 -3. 2 8 (m, 2H), 4. 0 1 (s. 
3H), 4. 52 (t. J = 5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9 
3 (t, J = 5. 1Hz, 2H). 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s. 1H). 7. 08 (dd, J = 2. 7Hz, 9. 0Hz. 1H), 7. 
18 (d. J = 2. 7Hz. 1H), 7. 37 (s, 1H). 7. 51 (s, 1H), 

7. 72 (d, J = l. 0Hz, 1H). 7. 97 (d, J = l. 0Hz, 1 H), 

8. 26 (d, J = 9. 0Hz, 1 H), 8. 48 (d. J = 5. 4Hz, 1 H) 
Mi^ffl (ESI-MS, m/z):4 9 7 (M + +l) 

146 :N-f2-£cm-4 - ((7 ~\2 - ( 1 H- 1 -*f 5 ^V'J 
xh^yl-6-^h^y-4-^;iJii/} ^y)7x-JPl-N' 

Jj§?# (N — {2 -£DD-4-[ (7-th'D + y-6-^^y-4- + y 
t+/]7i-JH — N ' -yakf;U7^7. 80mg) ,£siE#U9A (13 

8mg), 2- (ih— i -- f s^/u;!/) x^;u 4-y?;u- 1 -^>-iz>7. 

;l/7^-^-— h (59mg) $N,N-y^f;i/*M7SK (lml) fCfgfi?U20 

i) TtttBLTt. Gmm*m7mmj-hi)v&T'&®L. mmTmm^^vr 

m<D it& $3 £ 8 lmg, iR^82%T#;t. 

'H-NMR (CDCIj, 400 MHz): 60. 96 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m, 2H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H). 4. 01 (s, 3H), 4. 17 (t. 
J = 6. 6Hz, 2H). 4. 44 (t, J = 7 . 3Hz, 2H), 4. 88-4. 
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94 (m, 1H). 6. 32 (s, 1H). 7. 14 (dd, J = 2. 7Hz, 9. 
OHz, 1H), 7. 25 (s. 1H), 7. 29 (d, J = 2. 7Hz, 1H), 
7. 48 (s. 1H), 7. 55 (s, 1H). 7. 70 (s, 1H), 8. 23 (d, 
J = 9. OHz, 1H), 8. 5 8 (s, 1 H) 
S2#*frte (ES I -MS, m/z) : 4 9 6 (M + + 1) 

mmmi 47 .• n- (2 -700-4 - (jxz (3-bFD^yypi^-» 

-6-/h^y-4-^yj;W-» 7_xTJk) ~N' bf;i/7 U7 

M** (N— [2-?00-4-[ (7-h h+->-4- + / 

U;W t+y)7i-JH -N* -rntr^tfl^ 80mg) ,£*&£'J7A (13 
8mg), 3 -rot- 1 -7'P/ty-;U (0.027m 1 ) ftN,N-5>*?;H*;UA 
75 K (lml) £8#LMTl8P#ra«#Lfc. E£ffi£*IC**i)DA, 
□ *;UA-7'PAV-;U (3/1) TifiaJLfc. ^r««**S*M^hU^AT? 

Wr4HPLCt«kO«fSL. Sa©^«*94mg, «100%Tf#£. 
'H-NMR (CDCb, 400 MHz): 60. 92 (t. J = 7. 6Hz, 3H), 
1. 4 5- 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2H). 3. 21 (d 
d, J =7. 1Hz, 12. 9 Hz, 2H), 3. 87 (t, J = 5. 6Hz, 2 
H), 3. 94 (s, 3H). 4. 31 (t, J = 6. 1Hz, 2H). 4. 81- 
4. 87 (m, 1H), 6. 42 (d, J = 5. 1Hz, 1 H), 6. 69 (s. 
1H), 7. 03 (dd, J=2. 7Hz, 9. OHz, 1H), 7. 14 (d. 
5 = 2. 7Hz. 1H). 7. 36 (s, 1H). 7. 43 (s, 1H). 8. 20 
(d, J = 9. OHz. 1H), 8. 42 (d. J = 5. 4Hz. 1H) 
mmmi 48 : N- [2 -7QO-4- ((6-*h*>--7- [2 - (4-^^ 

;pbf^^v/) xh^->] -4-^/'j;n 71^] -n' -roe 
;i/7U7 

fftt (N - (4- ([7- (2-7'DtXh + -» -6-* S*->-4-=*V'J 
;U] -**ri/) -2-^DD7xZJW — N ' -7*D fcMP2 1^7. 50mg), 
#'J7A (1 3 8mgh l-^f^^y^ (0. 0 5 5ml) £N, N-->* 
/fWAJSh* (lml) 8#|HHft#Lfc. K^S^ttlC 
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7k£jbQ*., ^DDTtvM/A-yn/V-^ (3/1) TitiiLfc, WttJI&agTktt 
U &S0ffc£tt£5 4mg. «K$1 OOXTfcfc. 

'H-NMR (CD C 1 3 , 4 0 0MHz):<5 0. 9 2 (t, J = 7. 3Hz, 
3H). 1. 4 9- 1. 6 2 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m. 2H), 2. 90 (t, J = 4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t, J 
= 6. 1Hz, 2H), 4. 7 5-4. 8 5 (m. 1H). 6. 41 (d, J = 5. 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd. J = 2. 7Hz, 9. 
OHz, 1H), 7. 14 (d. J = 2. 7Hz, 1H), 7. 34 (s, 1H), 
7. 42 (s. 1H), 8. 19 (d. J = 9. OHz, 1H), 8. 42 (d, 
J = 5. 1 Hz, 1H) 

nmftffiM (E S I - M S , m/ z ) : 5 2 8 (M + + 1 ) 

mffiffll 49 :N- (2-gPD-4- (f7- (2-b Fo^yl^y) - 

6-pt h^->-4-^yj;M^-^->} 7x~;i/) -n' -yoe;i/^U7 

Jff& (N— (2-^DP-4-[ (7-t HD + ->-6-^ h**>-4-*/ 
LUU) ^y]7HiW — N ' -yatf^l/J, 80mg) .p^'J^A (13 
8mg). 2-7'DWy-JI/ (0.021ml) ^N,N-y^?MM7S K (l 
ml) K«#LMTl8l5Mffi#L;fc. JE^lS'&^tC**lPA, £pp*;kk- 
-funj-fr (3/1) TiaffiLfc. *«fl£&*««^HJ2AT*S»U M 
ET»&£S5£ Sttfc&S £. * □ □tJxJUA/^ ^ y -;i/T*M^tSHPL 
CC«fcD»83U £B©ft£tt£80mg. iR*90%Tf#fc. 
•H-NMR (CDCh, 400 MHz): 50. 96 (t, J =7. .6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9 
Hz, 2H). 3. 99 (s, 3H), 4. 07 (t. J=4. 4Hz, 2H), 4. 
28 (t. J=4. 6Hz, 2H). 6. 46 (d, J = 5. 4Hz, 1H), 6. 
77 (d,J=8. 3Hz,lH), 7. 08 (s , 1H), 7. 08 (dd, J = 2. 
7Hz, 9. OHz. 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. OHz. 1H), 8. 48 (d. J = 2. 9Hz, 1 H) 
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mmmi 5 0 : N- ( 2 -f (7 - {2-f (2 -fc Kp*->x^;W) 

(2jf2k) 7SyixK^F->} -6-* js^2-4-^y ijjp) ^->17xijM 

JKtt (N- (4- ([7- - 6 - ^ h*~>- 4 

U^]**^} -2-^OD7iZJW -N" --fnVfrVUT. 50m g) 
#U£A (l38mg). 2- (*3\>U7 5/) X;SV-jl> (0.040ml) £N,N- 
y^Wil'ATSH (lml) Ki£fi?L^Ta8l$r«g$#L£. Kfoig^mz 

7^iux. ^□□*;ua-7 , o/v-;u (3/1) TttffiL7c. &mm&l**$i 

'H-NMR (CDCh, 4 0 0MHz): 6 0. 9 7 (t, J = 7. 6 Hz. 3H), 
1. 5 4- 1. 6 5 (m, 2H), 2. 42 (s, 3H), 2. 69 (t, J = 5. 
1Hz. 2H), 3. 00 (t, J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7Hz, 2H), 3. 64 (t, J = 5. 1Hz, 2H), 3. 
99 (s. 3H). 4. 26 (t, J = 5. 6Hz, 2H). 4. 66-4. 69 
(m, 1H). 6. 46 (d, J = 5. 1Hz, 1H), 6. 70 (s, 1H), 
7. 09 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2 . 
7Hz, 1H), 7. 39 (s, 1H), 7. 47 (s, 1 H), 8. 24 (d, J 
= 9. 0Hz, 1H), 8. 47 (d. J = 5. 1Hz. 1 H) 
Kfi##fM (ES I -MS, m/z) : 5 0 3 (M + + 1) 
gfttgQ 51 :N ~ 4 - (r6-^ q-^^^ij 

yyp^y) -4-^;'JJW-» 7xzjl/) -N' -yn£;Ufrlx7 

£$} (N — (4- {[7- (3-7'0 ; E7 , a#+y) -6-*H+v-4-+ 
;V)l]-**=s} - — N' -7De;U£U7. 52mg) 

g^U^A (I38mg), U > (0.044ml) SN,N-y^fMM7 5 

F dml) ic^L^jSTlS^MjtL^. S^rl^liTK^iPA. 
;UA-7°D/V-;i/ (3/1) Tteffib7c. Wa«^^7K5S®^h'J^AT^ii 

23m g. JR^44%Tt#7c. 
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'H-NMR (CDCb, 4 0 0MHz) : <5 0. 9 2 (t, J = 7. 6Hz, 3H), 

1. 4 9- 1. 6 0 (m, 2H), 2. 02-2. 11 (m, 2H), 2. 40- 

2. 47 (m, 4H). 2. 52 (t, J = 7. 1Hz, 2H), 3. 21 (dd, 
J = 7. 1Hz. 12. 9Hz, 2H), 3. 62-3. 69 (m. 4H), 3. 9 
5 (s, 3H), 4. 20 (t, J = 6. 6Hz, 2H), 4. 7 0-4. 7 8 (m, 
1H), 6. 4 1 (d, J = 5. 1Hz. 1H). 6. 6 4 (s, 1H). 7. 0 
4 (dd, J = 2. 7Hz, 9. OHz, 1H). 7. 15 (d. J = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 (d, J = 9. 0 
Hz, 1H). 8. 42 (d, J = 5. 4Hz. 1 H) 

gtf&mi 52:N-f2-^DD-4 - (6 7 - {f3- (4-^ 

(N- (4- {[7- (Z-ZfU±7ui£*is) -6-^h + ->-4- + 

;v -2-^do7izjh — n' -yotf^^i/j, 52m g) ,e* 

g^'J^A (l38mg)> \-*?-)\,\L1 s 7 9 J> (0.055ml) ^N.N-vpWU 
*JI/A75 h* (lml) tit^L^T"18^M^Lfc. S^^tC7jc^jD^.. 
^□□*;UA-7'DAV-;U (3/1) TffltHLfc. W^1^^7K^^-h'J^ 

'H-NMR (CDCb, 4 0 OMH z) : (5 0. 9 2 (t. J = 7. 6Hz. 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 02-2. 10 (m, 2H). 2. 23 (s, 
3H), 2. 3 0 - 2. 5 6 (m, 8H), 2. 52 (t, J = 7. 3Hz, 2H), 

3. 20 (dd, 3 = 7. 1Hz, 12. 9Hz. 2H), 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz, 2H), 4. 8 3-4. 9 2 (m, 1H). 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s. 1H). 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 
35 (s, 1H), 7. 42 (s. 1H). 8. 19 (d, J = 9. OHz, 1 H), 
8. 42 (d, J = 5. 4Hz. 1H) 

Hft##T{I (ES I -MS, m/z) : 5 4 2. (M*+ 1) ■ 
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mmmi 5 3 : N-\2-?na- 4- (6 h*~>-7 - {f3- (ltf-1, 

2, 3 - h 'j7'/-;i/- 1 zi LM ^g^yi-4-^;'jjH 71 

h U7 % /-;K0.41ml), l-7Dt-3-i?DDyDn> (0.79ml), B^tr" 
h^^;U7> ; &-^A (lOmg). *cfclX3M7jc^b^h 'J"^A7jc^ d m ]) 
&7±.h> (10ml) tCj£jgU 50 < CTl8H#P B 1»Lfc o %Jfcm£mZ7kZtU?L, 
?na*s)V&Xitoliibtz. #41111 £&£7KEit@£:r- h V £AT££j!gL, MEETf£$£ 
S£LT#6*l£3l££, ^PD^UATMflBTS^D^b^^-f;:^*! 
§2U *IHJ# (327mg) 

(N- {2-^OD-4-[ (7 -t KP + ->- 6 h^^-4- + yj 

;u) ^->]7x-jh -n* -ype;i/^^7, somg) ,m&#u£a (138 

mg), 8aSB©+PdJ# (43mg) $N,N-y^fMM75 H (lm 1 ) \z®ffi . 
L80"CT3B#rai»i$Ufc. KJfciI£ftfc*£iDA. £7 □□*;ua-;?'d/w -;u 

L, Sfil©{k'&tt* 5 4mg, iK4?52%Tt# 7c. 

'H-NMR (CDCh, 400 MHz): 60. 97 (t. J = 7. 6Hz, 3H). 
1. 5 4- 1. 6 5 (m. 2H), 2. 4 9-2. 5 8 (m, 2H), 3. 26 (d 
d. J = 7. 1Hz, 13. 2 Hz, 2 H), 4. 01 (s, 3H). 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t, J = 6 . 6Hz, 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d. J = 5. 1Hz. 1H), 6. 77 (s, 1H). 
7. 08 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 36 (s. 1H). 7. 51 (s. 1H), 7. 61 (s, 1 
H). 7. 67 (s, 1H). 8. 26 (d, J = 9. OHz, 1H), 8. 47 (d. 
J = 5. 4Hz, 1H) 

Hfifl-tfffi (ESI-MS, m/z): 511 (M + + 1 ) 

MffiMl 5 4 : N-r2-?aa-4- ({ 7 — f 3 — (lH-1-^5 'J )V) 

7 , Q^^v1- 6 h^->- 4-*S UJU) ^^) 7xi;i/)-N' 
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-f 5 ^\/-;K680mg). l-^D€-3-^DDW> (0.79ml). 3 Oit^T 
Y^zrj-lVjy^-VL (lOmgK te£Zf3M7m<ti-hV'5&7m®. (1ml) 

^7-th> (lomi) sox:Ti8mrm&vtzo K^m-trnz^M^ 

§3U «*»IHI# (1- (3-^Dayntr;W - 1 H-< syy-Jk 525mg) $ 

HC*4 (N— {2-^00.-4-[ (7-th'n^y-6-/h + ^-4-+; 
tUP) t+'>]7iz;K -N' -7nt:;H>t/7. 80mg) .MfcfrU^A (13 
gmg). m^(D^f B m (42mg) ^N.N-y^fWAJSh* (lml) fcg 
m Is 80*CT' 3 mW9t W L fc. £ffiig£*C7lc£ill*.. ^□□^A-yo/V- 
;U (3/1) Tttffltfc. **Ji£fc#M:fM£ATtt**U MJETO$£ 

99 L. SSOftfitt*23mg. iRteXT^fc. 

'H-NMR (CDCb, 400 MHz): 50. 91 (t, J = 7. 3Hz, 3H), 
1. 4 8 - 1. 6 0 (m, 2H), 2. 2 7 -2. 3 6 (m, 2H), 3. 20 (d 
d, J = 6. 8Hz, 12. 9Hz, 2H), 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t, J = 6. 8Hz, 2H), 6. 39 (d, 
J = 5. 4Hz, 1H). 6. 90 (s, 1H), 6. 9 8-7. 0 4 (m, 2H). 
7. 12 (d, 3 = 2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H), 8. 22 (d, J = 9. 0Hz. 1H), 8. 41 (d. J = 
5. 4Hz, 1H) 

mmmi 55 : N- (2-»pn-4-r (7 - (2-fy 

m 75yixh^-» -6-^ k=^->-4-^/ u;p) ^->i7i-M -n 

IK^ (N — (4- {[7- (2-7 , O^Xh + -» -6-^ h^~>-4-*y 

- 2-^DD7i-JH — N ' -yotrji/^uj, 50mg) 
#1)2 A (I38mg)> l-^^;Ufcf^7^> (0.055ml) £N,N- v*-?^* 
;UA75K (lml) C»*LMTl8l$Kift#tfc. SJD*, 
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*7uu-fc)ik--?un;-)v o/i) TttiiiLfe. mmm^m^mwti- b 

'H-NMR (CDCb, 4 0 0MHz): 50. 92 (t, J = 7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J=4. 9Hz, 4H). 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2H), 3. 60 
(t, J = 5. 1Hz, 4H). 3. 94 (s, 3H). 4. 17 (t, J = 5. 
0Hz, 2H), 6. 41 (d, J = 5. 4Hz, 1H). 6. 75 (s, 1H), 
7. 04 (dd. 3 = 2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, J=2. 
7Hz, 1H). 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J 
= 9. 0Hz, 1H), 8. 42 (d. J = 5. 4Hz, 1 H) 
mmmi 56 :N- (2-^ao-4-f (7- {3-f^ (2-b Ko^^x^ 1 
)V) 75/l7o#*'>} - 6-* H^->-4-4V U^) ^^17x~JH - 
N' -zTu\Z)),V\sT 

Mm (N- (4- {[7- (a-^D^D^+y) -6-;* h + 
J*))V\tt*s\ - 2-^007x~;i/) -N' --/Dtf;i/^l/7, 52mg) 
B8*U^A (138m g). yI^;-;|/75> (53mg) £N,N- is )V I* 
75 h* (lml) K8#LMTl8S#l!flffl#Ljfc. S^^^IC7K&JDA, 
□ 3fcjUA-7"PAV-;i/ (3/1) TfflffiLfc. WaS^&zKfifcgtf-HJtfAT' 

$l£4img> JR^82%T?#fc. 

'H-NMR (CDCh, 400 MHz): 50. 89 (t. J=7. 3Hz, 3H), 
1. 4 6- 1. 5 6 (m, 2H). 1. 9 7 -2. 0 5 (m, 2H). 2. 6 3 (t, 
J = 5. 1Hz, 4H), 2. 69 (t, J=6. 1Hz, 2H), 3. 19 (d 
d. J = 7. 1Hz, 13. 2Hz, 2H), 3. 60 (t, J=4. 9Hz, 4 
H), 3. 94 (s, 3H), 4. 32 (t. J = 5. 9Hz. 2H), 5. 27- 
5. 35 (ra, 1H), 6. 37 (d, J = 5. 4Hz. 1H), 6. 94 (s, 
1H). 7. 01 (dd, J = 2. 9Hz, 9. 0Hz. 1H). 7. 10 (d. 
J = 2. 7Hz, 1H), 7. 42 (s. 1H), 7. 53 (s. 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d. J = 5. 4Hz, 1 H) 
MmttVrM. (ES I -MS, m/z) : 5 4 7 (M + + 1) 
^mmi 57 :N- {2-gOD-4-r(7- {3-f 

75 -6-* h*'>-4-*/UJl/) t»y17x~ 

;H -N' -yahr;i/^i^7 

HC® (N- (4- {[7- (S-^D^'D^y) -6-^N^S>-4-^ 

;*))V]** : s} -2 -^□□7x-;p) -n" -7Dfcr;i^i/7, 52mg) 

$tf7»J££ (l38mg), 2- (*?-;P75/) X^/-;U (0.040ml) £N,N- 
> ? ^5 L ;U*;PA7 5 K (lml) l:^l/IfiT'18OTj$lfc„ S^S^t 
7k*lBZ.. 2uu*frk-7un; -)V (3/1) T^aiLfc. ^M^4S7K{S 

L, gEJ!<ZMb£^£5img, »98%T*§£. 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 91 (t, J = 7. 6Hz, 3H), 

1. 4 5- 1. 5 9 (m, 2H), 2. 0 5 (t, J = 6. 8 Hz, 2H). 2. 
24 (s, 3H), 2. 51 (t, J = 5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz, 2H). 3. 20 (dd, J=6. 8Hz, 12. 9Hz. 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz, 2H), 5. 0 0-5. 0 8 (m, 1H). 6. 40 (d, J = 
5. 1Hz, 1H), 6. 79 (s, 1 H), 7. 03 (dd, J=2. 7Hz, 
9. OHz. 1H), 7. 13 (d, J = 2. 7Hz, 1H), 7. 4 2 6 (s. 
1H). 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9. OHz, 1H), 8. 4 
0 (d, J = 5. 4Hz, 1 H) 

H*»*f« (ES I -MS. m/z) : 5 1 7 (M + + 1) 

mmmi 58 .• N-r2-£cm-4- ({6-^ h*->- i -h - (ih- i. 

2. 3 - h U7V-±= i zrQk) 7H^i-4 z±/ u;i/} 7i- 

JM-N' -7"ae;i/^l^7 

NU7 % /-;K0.41ml), l-7Dt-4-^DD^> (0.93mlh 3^tfh 
7> r 5 L ;U7> ; EX^A (lOmgh £ J; 3 M?Jc ^ft HJ£ A 7k (lml) £ 

7th> (lomi) 5ox:xi8mmmwLrzo Kfo^ynzykziux, 
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MU *ffift (1- ( 4 - 5 o □ ZTZ-M -1H-1, 2, 3-HJ7V-;k 
314rag) 

(N- {2-i7DP-4-[ (7-tHO+">-6-^h^y-4-+; 

u;p) t+->]7x=;H -n' -yDtr;i/^k7v som g * a (13 

tog), flftiB©4 , ffl# (48mg) ^N.N-y^MMTiF (lm 1 ) fC& 
#L80tn?3&$IW«#Lfc. SlSg^ttKlTKSlDA. ^DD*;^-^a/V- 
;P (3/1) TilfittJLfc. WM£&7j<5ft^MJ£AT$£4gU «JET»tt5* 

ML. «H©-ffr&tt&42mg, JR*40XT»fc. 

'H-NMR (CDCh, 4 0 0MHz) : fi 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 8 - 1. 9 8 (m, 2H), 2. 14- 

2. 24 (m, 2H), 3. 2 6 (dd, J = 6. 6Hz, 13. 2Hz, 2H), 

3. 99 (s. 3H). 4. 20 (t, J = 5. 9Hz, 2H), 4. 55 (t, 
J = 7. 1Hz, 2H), 5. 0 0-5. 0 6 (m, 1H). 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd. J=2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz. 1H), 7. 37 (s, 1 
H), 7. 49 (s, 1H). 7. 6 8 - 7. 7 2 (m, 2H), 8. 26 (d, 

J = 9. 0Hz. 1H). 8. 47 (d, J = 5. 1Hz, 1 H) 
3f»##rffi (ES I -MS, m/z) : 5 2 5 (M + + 1) 
HMffiJl 5 9 : N- {2-^aD-4-r(6-/K^v-7 - {f5- ( 1 H- 
1. 2, 3- h'J7V-^- 1 -4)V) *^tM*±k\ * 

h'J7V-;K0-41mI), l-yn : E-5-^DO^>^> (1.0ml). 3 tfftx 
h 7 7^7 > ^2 A (lOrng). *«fctf 3 M*Kfl:^- HJ £ AzkiSiK (lml) 
£7-feh> (10ml) £ig»U 50 , CT'18fN?P B t «&# l/fc." S^jR^«J*C*&JaA, 
£DD#;UATfflfflLfc. hUtfATttJiU MJETi£&£ 
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8U +IHMM1- (5-i7DO^>5 L ;|/- 1H- 1. 2, 3-MJ7'/-;k 
390mg) 

HC** (N— {2-*DD-4-[ (7-hh*D4y-6-/h^->-4- + y 
UJW t^y]7i-JH -N" -^nt!;Wl/7, 80mg) ,&»;&U£A (13 
8mg)v WSEO+W* (51mg) *N,N-y^?MM7$ K dm 1 ) \Z® 

mis8ox:T 3mmmwistz. Rfom'&Vatz.fr&tiax.* ^□□*;i'A-7'D/\v- 

)V (3/1) TfflttiUfc. **JlS«**»^hU»>ATie*L, «EET8»£ 
«£LT#&*lfc»3*', ^on*;UA / ^^y" — ^TUBBT-SHPLClCk OIK 

&H©fl:'&4*l*33mg. JK^31%Tt#feo 
'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6 Hz, 3H), 
1. 4 7- 1. 5 9 (m, 2H), 1. 8 5 -2. 0 3 (m, 4H), 3. 21 (d 
d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H). 4. 38 (t, J = 7. 1Hz, 2H), 4. 86-4. 
9 4 (m. 1H). 6. 4 1 (d, J = 5. 4Hz. 1H), 6. 7 1 (s, 1H), 
7. 03 (dd, 3 = 2. 4Hz, 9. OHz. 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s. 1H), 7. 51 (s, 
1H), 7. 64 (s, 1H), 8. 20 (d, J = 9. OHz. 1H), 8. 41 
(d, J = 5. 4Hz, 1H) 
H*#*HI (ES I —MS, m/z) : 5 3 9 (M + + 1) 

mmmi 6 o : N-r2-gcm-4- ({7-r4- (ih-i — rs^yjjk 

■7k7 

-f 5 yy-;K680mg), 1 4-$UU7tr> (0.93ral), 3Wtfh 

77*3^7 ^-^A (lOmg). 3M#ffiffrfHJ£A*»ift (lml) * 

7izh> (10ml) £Jg#U 50'CTl8l5IBMJIi*Uifc. KJ&ig£$K:7K£*Da.. 

88 U 4Tb1# (1- ( 4 - £ □ □ 7^;U) -lH-<5^V-;k 756mg) 
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Mm (N - {2-?on-4-[ (7-tKd*v-6-* h^>—4-+y 

>j;p) ^'>]7i-;H -n' -^oe;i/C7i^7. somg) m^voa (13 

8mg), &<£tffl&j&<D'1 3 P B m (48mg) SiN.N-y^fJl/^MJS H (lm 1 ) 
(3/1) TttifJLfc. W^/f^K^&^MJ^ATlt^U MJETJg 

'H-NMR (CDCh, 4 0 0MHz) : d 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m. 2H). 1. 8 3- 1. 9 5 (m, 2h), 1. 98- 

2. 0 8 (m, 2H), 3. 2 5 (dd, J = 6. 8Hz, 12. 7 Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t. J = 7. 1Hz. 2H), 4. 20 (t, 
J = 6. 1Hz. 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H). 6. 83 (s. 1H), 6. 97 (s, 1H), 7. 06 (s, 
1H). 7. 08 (dd, J=2. 9Hz. 9. 3Hz, 1H), 7. 18 (d, J 
= 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 49 (s, 1H), 7. 58 

(s. 1H), 8. 26 (d, J = 9. OHz, 1H), 8. 46 (d, J = 5. 
4Hz, 1H) 

HMflll 61 :N- (2-?OD-4- {f6-pt h*->-7- (4-Ws)l 
*h*i/) -4-^^-7U-;H^^v} -N' - (2, 4-y'7Jl/ 

(N* - {2-?DP-4-[ (7-t KD + ->-6-^ h=lri>-4- + 
^/'J-^) t+y]7xZ;H — N ' - (2, 4-^7;l/^D7ai-;i/) 
7, 80mg) .^S^'J^A (l38mg), 4 □ u*?-)\,\ZV x>J&&Jg (4 
lmg) $N,N-y7?;^A75K (lm 1 ) £?g$LMTl8l$F B m#L 
tz. K^m^iZ7K^mPi. truu-fo)Vl±--7urt; -)V (3/l) T'IfitiJLfc. 

'H-NMR (CDCh, 4 0 0MHz) : 54. 03 (s, 3H), 5. 46 (s, 
2H), 7. 03-7. 11 (m, 1H). 7. 2 8 - 7. 3 8 (m. 1H), 7. 
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47 (s, 1H), 7. 50 (d, J = 5. 9Hz, 2H), 7. 56 (d, J = 
2. 7Hz, 1H). 7. 61 (s, 1H), 7. 95 (s, 1H), 8. 09-8. 
18 (m, 1H), 8. 19 (d. J = 9. 0Hz, 1H), 8. 57 (s, 1H). 
8. 63 (d, J = 5. 9Hz, 2H), 8. 81 (s, 1H), 9. 30 (s. 
1H) 

gdfeftJl 6 2 : N- (2 ~7 □□- 4 - {\ 6 - * H*->- 7 - (2-^Jl/^U 

yxh^-» -4-*t v, ./U-;W4 i *>} 7x-;u) -n' - (2, 4-^7 

M*4 (N ' - { 2 -£OD-4-[ (7-tHD + ->-6-^h4 : y-4- + 
^/•JX^) «y]7i-JW -N' - (2, 4-> J 7;l/^D7ai-;W 
7. lOOmg) .j^&^'J^A (857mg), l,2-v7*D^EX^> (o.085m 1 ) £ 
N.N-S^^l/tfUPAT^ h' (lml) KZ^?L^STl8P#P e m#Lfc. Rf&® 

£«j»c#*iDA, ^□□*;ua-7*da/-;i/ (3/1) TiaiLfc. *r*3iJi£ 

ift#U + |HJ# (N- (4- {[7- (2-7*0*Xh*«» -6-*h*->- 
4-*j-V*)-)l\** : s) -2-^D07xX>lU) -N* - (2. 4-v7;i/ 
tD7i-W £1/7) «B6*U»7A (l38mg)> : E;U>i>'J> 

(0.05ml) *N,N— ^^MvJPAJS K (lml) fc8*LfciITl8l* Mtttt 

Lfc. Srts2S^ttk:*&3niA. >7uu-fc)Vix-'7un; -)V (3/D T$ffib£. 
□ D*;i/A/* ^ y -jutsmtshplck: «k DttSU mmvuksyozsim g . 

'H-NMR (CDCh, 4 0 OMHz) : (5 2. 5 4- 2. 6 3 (m, 4H), 2. 

8 5-2. 9 4 (m, 2H), 3. 6 6-3. 7 3 (m. 4H), 3. 9 7 (s, 
3H), 4. 2 5-4. 3 2 (m, 2H), 6. 7 7- 6. 8 8 (m, 2.H), 7. 

09 (s. 1H), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 1H). 7. 
2 5 7 (s. 1H), 7. 2 6 4 (s, 1H), 7. 44 (s, 1H). 7. 90 
-7. 99 (m, 1H), 8. 22 (d, J = 9. OHz, 1 H), 8. 56 (s, 
1H) 
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8S##HI (ESI —MS, m/z) : 5 8 6 (M + + 1) 

gjgflUl 63 : N- (2-7DD-4- {f6-^ h^->-7- (3-^J[/fr'J 

/^D^y) -4-^^-yj-;M^->} 7x~JU) — N ' - (2, 4-y 

Jgft (N- (4- {[7- (3-7Dt7"D^y) - 6 h*->-4 

-;i/]^+->} -2-^DD7x-;U) -N' - (2, 4-y7MD7 
x-;P) "7U7, 59mg) ,^*'J^A (857mgh ^;i/*ij> (0.043ml) £ 
N,N-y^fM^A75 K (lml) H^L^fiTl8B#OT^Lfc. EJ&S 
^tTKSriDA, ^ODJj>;i/A-yn/V-^ (3/1) TJStfJLfc. ^TM^jH 

'H-NMR (CDCh, 4 0 0MHz) : 6 2. 0 6- 2. 1 6 (m. 2H). 2. 
4 3- 2. 5 7 (m, 4H), 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6. 6Hz. 
2H). 6. 79-6. 91 (m, 2H). 7. 14 (s, 1H), 7. 19 (dd. 
J = 2. 7Hz. 9. OHz, 1H), 7. 28 (s, 1 H), 7. 29 (d, J 
= 9. OHz, 1H), 7. 33 (s, 1H). 7. 49 (s, 1H), 8. 26 (d, 
J = 9. OHz. 1 H). 8. 6 1 (s, 1H) 
mmttVrM (ES I -MS, m/z) : 6 0 0 (M + + 1) 
mmmi 64:N-r2-7dD-4- ((6-* h^->-7-f3- (4-^3=- 

•fn^'>]-4-^-tV*J-)l) 7x~;M-N' - (2, 

JR^ (N- (4- {[7- O-yntya^y) -6-^h + ^-4-^ 

^/U -2-^D07x-JU) — N* - (2, 4-^7;k*D7 
x~;U) "71/7. 59mg) JSKfc'J^A (l38mg). 1 - * ^;HM 7 5» (0. 
055ml) SN.N-y^W^TS K (lml) H^L^jgTl8^K8KJ$L 
TCo S^jg^ftHTK&lBA. 7 0D*;UA-7'OAV-;U (3/1) TJSfflUfc. 

-x^Tft&U ^B©{t-&ft*58mg. JR$95XT#fc. 
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'H-NMR (CDCh, 4 0 0 MH z ) : 6 2. 0 1-2. 12 (m, 2H), 2. 
23 (s, 3H). 2. 2 3-2. 8 0 (m, 8H). 2. 51 (t, J = 7. 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 (t, J = 7. 2Hz, 2H), 6. 
7 3 - 6. 8 7 (m. 2H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 
1H), 7. 24 (d, J=2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s. 1H), 7. 4 4 (s. 1H), 7. 9 1-8. 0 0 (m, 2H), 8. 2 

1 (d, J = 9. 0Hz, 1H). 8. 56 (s, 1 H) 

$£&mi 65 :N- {2-7DD-4-f (7- { 3 — r (2-kHD^->I^) 

75 7iyp^^->} -6-* h^->-4-^^-yj-;i/) ^->i7 

x-;l/} — N ' - (2, 4-y7MD7x-Jb) OUT 
mn (N- (4- {[7- (3-7*0^yD#^'» -6-^h^->-4- + 

^-yij-;H^"=^^} - 2 -7oo7xr.;i/) -n' - (2. 4-e^7;M-o7 

x-;l/) "71^7. 59mg) J^'J^A (l38mg)> 2- (*h;i/7$y) X 
(0.040ml) ^N,N-^/fMM75H (lm 1 ) 

8^»L-fc S^S^^^TK^iDA. 7Do^;i,A-7*D/ty-;i/ (3/D 

'H-NMR (CDCh, 4 0 0 MH z ) : 6 2. 06-2. 16 (m, 2H), 2. 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t. J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (d, J=2. 
7Hz, 1H), 7. 37 (s, 1H). 7. 48 (s, 1H), 7. 96-8. 0 
6 (m. 2H), 8. 26 (d, J = 9. OHz, 1H), 8. 59 (s, 1 H) 
Sffi##Tfit (ESI-MS, m/z): 5 8 8 (M + + 1) 

HflEffill 6 6:N-f2-7QO-4- ((6-^h^->-7-f2- (4-^ 

;i/bf^7->v) xh^^i-4-^yj;i/} ^-^-» 7x~;bi-N' - (2, 4 
mn (n- (4- {[7- -6-* h+->-4-+y 
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>j;P]^->} - 2 -^□□7x~;i/) -N' - (2, 4-y7MD7i^JW 
50mg) (l38mg), l-^^tf^7v> (0.055ml) 

SN,N-^/fWA75K (iml).fc&»LMTl8l$H«#Lfc. £j£ 

fcira** *do*;|/A-7d/v-;I/ (3/i) TttmLfc. ir*8Jl 

'H-NMR (CDCU, 400 MHz): 52. 31 (s. 3H), 2. 40-2. 
75 (m. 8H), 2. 95 (t, J = 6. 1Hz, 2H), 3. 99 (s, 3H). 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d, J = 5. 1Hz, 1H). 

6. 8 5 - 6. 9 6 (m, 3H), 7. 12 (dd, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H). 7. 22 (d, J = 2. 7Hz, 1 H), 7. 
4 0 (s, 1H). 7. 4 7 (s, 1H). 7. 9 4-8. 0 3 (m, 1H), 8. 
25 (d. J = 9. 0Hz, 1H). 8. 49 (d, J = 5. 1Hz, 1 H) 
immi 67 :N- {2-^QD-4-r(7 - { 2 — f (2-hHP^->lf;P) 

(*^;i/) - 6 h^^-4-^/u;p) ^-^vi7x-;u) 

-N ' - (2. 4 -~s7)VjrU7 

Jg^f (N- (4- ([7- (2-^n^Xh^^) -6-^ h + ->-4- + y 
U;i/]^-+'>} - 2 -^OD7i"JW - N ' - (2. 4-y7MD7iZ^) 
-51/7. 50mg) ,^K*U«>A (138m g), 2- X*/-JU 
(0.040ml) *N,N-y^fJ^M7SF (lm 1 ) fc8#LMTl8P*ffl 
£ffcfi£tt£*&JO*.. 7DP^A-7'n/iy-;i/ (3/1) T« 

»**I-^;PTifls*L. 3EH©fl;£ft&48mg, <K¥97%Tf#7c. 
•H-NMR (CDCh, 4 0 OMH z) : <5 2. 44 (s . 3H), 2. 71 (t, 
J = 4. 9Hz. 2H). 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H). 6. 8 0- 6. 9 3 (m, 2h), 

7. 11 (dd, J=2. 7Hz, 9. OHz, 1H). 7. 19 (d, J = 2. 
7Hz, 1H). 7. 45 (s. 1H), 7. 9 6-8. 0 4 (m, 1H), 8. 
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25 (d, J=9. 0Hz. 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
mmmi 68 : N- (2-5UU- 4- {f6 -^ h*->- 7 - O-^ft'J 

;yn^-» -4-*/u;na-*-» 7i-iH -N' - (2, j^Zik 

tD7i-il/) 71^7 

£ft (N— (4- {[7- (3-7*Ot7*P^i') -6-*K*->-4-* 
/U^]**^} - 2 - £PD7x-;P) -N* - (2. 4-y7M07iZ 
;U) 91^7, 50mg) ,^K*U^A (I38mg), ^E;M>U> (0.044ml) £N, 
N-y^fi^MTS K (lml) C£J*LMTl8l5Wft8 i L;fc. 
tt»C7K*DDA. A -7*o/t/-;i/ (3/1) TiSmLfe. £M£*g 

'H-NMR (CDCli, 4 0 0MHz) : 5 2. 06-2. 16 (m, 2H). 2. 
43-2. 51 (m. 4H), 2. 56 (t, J=7. 3Hz, 2H). 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J=6. 6Hz, 
2H), 6. 47 (d. J = 5. 1Hz, 1H), 6. 8 4- 6. 9 3 (m, 2H), 
7. 06 (s, 1H), 7. 12 (dd, J=2. 7Hz, 9. 0Hz, 1H), 

7. 22 (d. J = 2. 9Hz, 1H), 7. 42 (s. 1 H), 7. 47 (s, 
1H), 7. 9 5 - 8. 0 4 (m. 1H), 8. 25 (d. J = 9. 0Hz, 1H), 

8. 48 (d, J = 5. 4Hz, 1 H) 

gUMi 6 9 : N- (2 □□- 4 - {f6-^ H^->- 7- 

£K^2) -4-^/U;H^-» 7x~;i/) -N' - (2, 4-V7MD 

N- |2-^OD-4-[ (7-hh'D + ->-6-^h + y-4- + y'JJW 
t+y]7i^H -N' - (2, 4->'7Mn7i3) 9^7 (55mgK 
M*U7A (31mg). 3-tfZI'j;U^D'J (22mg) SN, N-v>* 

3Ml/*;Wx7£F (lml) fcSJWU 80Sn?lP3IB)«l*lxifc. MJ£Ti§&£®£ 
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'H-NMR (CDCb, 4 0 0MHz): 54. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m. 2H), 
7. 10-7. 16 (m, 2H). 7. 3 1-7. 3 5 (m, 1H). 7. 4 8 (s. 
1H), 7. 54 (s, 1H), 7. 86 (d. J = 7. 8Hz, 1H), 7. 96 

(s, 1H), 8. 03-8. 10 (m. 1H), 8. 32 (d, J = 9. 0Hz. 
1H). 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 

(d, J = 3. 9Hz, 1H). 8. 77 (s, 1 H) 

mmmi 70 : N-r 2-^00-4 - ({6-* 7 -r 2- (ih-i, 2, 
3— h u t V— ^- 1 — 1 )V> xK^yi-4-^yj;^} 7x-;i/i- 

N' - (2, 4-y7MD7ii;i/) tJVT 

N- ( 2 4 -[ (7-t Ka+->-6-^ h*->-4-3Vj;i>) 

**F>i/]7 x.~)V) - N ' - (2, 4-y7jWD7x~;W «7 1/7 (55mgh 
Jftflfc#U9A (31mg), 2- (1H-1. 2, 3 - h 'J 7V—)V- 1 X 
4-*?\>l/- 1 -^>'tf>*Jl'*7— h (36mg) £N, N-S'jWI'* 
K (1ml). SOSTll^raJ^Lfc. «ffiTSflf*S*LTft 

7 □ o*^AS*SS*56IS^- h 'J ^ATSSfcU «EETiS«E£g*LTfc5ftfc 
^$1- rJUTSfcftU ^IitfMfc£$l£46mg> »72%Tf#£. 
'H-NMR (CDCb, 400 MHz): 54. 02 (s, 3H), 4. 53 (d, 
J = 4. 9Hz, 2H). 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 -6. 9 2 (m, 2H). 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H). 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s. 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H). 8. 00 (s, 1H), 8. 01-8. 07 (m. 
1H), 8. 29 (d. J = 9. 0Hz. 1H), 8. 49 (d, J = 5. 4Hz. 
1H) 

mm&n i 1 ; n- (2-* h**>-4- - o-^ufr'j 

;7-p^y) -4-^^-7'J-;^] 7x-;U) -N' fc^Ufr 

7 
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N-4 - [(7-tHo + ->-6-^h^x-4-^ > /'J-;W **5>] -2 
h + y7i-iH - N ' --fu\L)\,VV7 (1 0 Omg), Wi&jiVOk (1 
3 8mg), 1, 3-y^D^D/t>(5 6mg) ^N, N-y^fMK7 

sh (5mi) \zmmL^X'3mmmwLrz e m&Tmm^^vtcn^nrz 

;UT8fc&U N— (4- [7- (3 -7d ; E7°D#3 1 -» -6-^h + S>-4- 
^^-VU-;U] ^•>-2-^h+y7i-;H -N' -7u\Z)\,VV7*5 Z 
mg, W4 1%T*if:. N— (4- {[6- ( 3 -7o^7Dtf*-» -7-* 
^^->-4-^^-y»J-;U] -2-^DD7x-JH -N' -7"Dtf;i/ 

(5 Omg), M&#U7A (6 Omg). N - ;* ^\)HM 7 5» (10 0 
^1) £N, N-y7^WA7SH (2ml) fcSKfUIT 1 6 l$Mtt$ 
Lfc. »BET»J«*S*^T»&*l3ta$»C«SW«»7K*^- h »J 7A7kig$c£2jD 

7h^57^-tJ:0«fiU «B©ft^tfc*2 2mg, iR$4 2 %T'M. 
'H-NMR (CDC 1 3 , 4 0 OMHz) :<50. 97 (t, J = 7. 6Hz, 
3H). 1. 5 6- 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r. 4H), 2. 58 (br. 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br. 4H), 3. 87 (s, 3H), 4. 04 (s, 3H), 4. 27-4. 3 
1 (m. 2H), 4. 6 2-4. 6 4 (m, 1H). 6. 65 (s, 1 H), 6. 7 
9-6. 85 (m. 2H), 7. 33 (s, 1H). 7. 53 (s, 1H). 8. 1 
0 (d. J = 8. 5Hz, 1H), 8. 62 (s. 1H) 
Jt«#*rffi (ES I -MS. m/z) : 5 2 6 (M + + 1) 
HMffiJ 17 2 : N- (2. 4-/7;^P7i-JP) -N' - (2 - * S=Ev- 
4- S^v- 7 - O-^fr'jy^Qtf^v') -4-^^-'/U-Jl/3 

^-^->) 7x~;l/) 

N- (2. 4-^7)PtD7i-;W -N* -4- [( 7 - b H D^->- 6 - * 
h^->-4 -^t'/U^) sf+S'] - 2 h^y7x-Jl/>)l/7 (3 7 5m 
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g), (442mg), 1. 3-y7otyo/t> (2 4 2mg) £ 

N, N-y^fJWl'AJSh* (5ml) fc*#l,MT 3 P*M«#Ufc. Mff 

frU N- 14- [7- (3-7*CHE7*D#*>') - 6-p< h*^-4-*;f-y 
U-;P] ^^-2-^h + y7iz;H — N ' - (2, 4.-5?7J^D7x= 

1>U7&2.1 Omg, IR*4 5 XTflfc. N- (4- {[6- 
D#**» - 7 -pi h*->-4--r*^/U=;W **S/} -2-^OD7x"JU 
— N* -7'otr;i/^l^7 (13 0rag), HJx?;U75> (0. 5ml), 
*'J> (0. 5ml) £N, N-v/^Wl/ATS K (4ml) l:j$|Lil 

2%Tt#fc. 

'H-NMR (CDC 1 .i . 4 0 0MHz) : 6 1. 9 7 -2. 0 0 (m, 2H). 
2. 39 (br. 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H). 3. 88 (s, 3H). 3. 98 (s, 3H). 4. 25 (t, J = 
6. 3Hz, 2H). 4.. 2 7-4. 3 1 (m, 2H), 4. 6 2-4. 6 4 (m, 
1H). 6. 84 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 7. 03-7. 
07 (m. 2H), 7. 2 8- 7. 3 4 (m, 1H). 7. 38 (s. 1H), 7. 
55 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s, 1H), 8. 
7 4 (s, 1H), 9. 1 8 (s. 1H) 
n&ftVm (ES I -MS. m/z) : 5 9 6 (M + + 1) 

mmmi 73 : n- (2-* h*->-4- (r6 -p< h*->- 7 - o-^jm* 

U/;7'p#^-» -4-^yj;H^y) 7i-^) — N ' bf;i/fr 

mm (N — (4-[ (7-t + h*->-4-*/ u;w 

-2 -pt h + ->7i^H -N* -7 , Otr;i/^7U-7, 80mg) .^BtfJUtfA (l 
38mgK l,3-y7ot7D;0 (0.10ml) &N,N-y^fMM75 K 
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(lml) C»#L£fiTi8l5ra»#Lfc. %fcM'£%HZ7kZtjaZ, fnnM 
&-7art/-)V (3/1) TftffiL/c. *M*^*aEll^-h»J^ATfti»L. 

M^'J^A (l38mgh J E;MsU> (0.040ml) SN,N-y^fMM7a K 

(lml) fc»#LMTl8lSISJ»#l/Jfc. KJKg^ttfcTKfciDA. 
A-^D/ty-^ (3/1) TJfitlibfe. W«S*fczk«ES*^hy£ATft«U 

*y;^DVh^77^-t:=tDil!!i, ^IItf){fc-&$)£74mg, iR^71%T# 

'H-NMR (CDCla, 4 0 OMH z) : <5 0. 9 5 (t. J = 7. 6Hz, 3H), 

1. 5 2- 1. 6 9 (m, 2H), 2. 0 6-2. 15 (m, 2H), 2. 4 3- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz. 2H), 3. 23 (dd, 
J = 6. 1Hz, 12. 9Hz, 2H). 3. 6 7 -3. 7 2 (m, 4H), 3. 
81 (s. 3H), 4. 00 (s, 3H). 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz, 1H), 6. 68 (d. J = 2. 4Hz, 1H), 

6. 76 (dd. 3 = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H). 8. 12 (d. J=8. 8Hz, 1H), 8. 44 (d, 
J = 5. 1Hz, 1H) 

jlttWl 74 :N- (2-^N^r^-4- l\6-*h*~>-7 - (4-bTUv 

;M K*>0 -4-t/'JW'>l 7i-M - N ' -yae;i/^i^7 

(N — (4-[ (7-tFo + x-6-^h^y-4- + yiJJW 
- 2-j* F^y7xZJH - N ' -yn^JUVUT* 80mg) .^K^J'J^A (l 
38m g), 4-2UU*3-)W)i/>m&& (48mg) &N,N-;x;*9\^*;UA 
75H (lml) fc»#LM7?l8PfWlI#Lfc. RJ&g^tofczKfcfln*.. 
□ *;UA-yo/t/-;i/ (3/1) TtttHLfc. hU?AT 

'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 5 (t. J = 7. 3Hz, 3H), 
1. 5 2 - 1. 6 9 (m. 2H). 3. 24 (dd, J = 7. 3Hz, 12. 9H 
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z, 2H). 3. 82 (s, 3H), 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s. 2H). 6. 46 (d. J = 5. 4Hz, 1H), 6. 
68 (d. 3 = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z, 1H), 7. 37 (s, 1H). 7. 42 (d, J = 6. 1Hz, 2H), 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 
$mmi 7 5 : N-X^fr-N' - (4- <r 6 h*->- 7 - (2 -^frft 

mm (N-X^-N* - (4-[ (7-tHP+->-6-> h + 
/■JJU) **5/]-2, 5 -y/f^7i-JH 7 1/7, 76m g) A 
(l38mgh l,2-5>:/D*X*> (0.085ml) i&N.N-y^fMMJS 
H (lml) i:»»LMTl8^KI*i$Lfc. Rfcm&to\Zft.&MX.* ^od* 

^A-yo/v-^ (3/D T-ttffibfc. mmmzm*jmi- h v v 2»-vnm 

U *EETSfli*S4^T»&nfcS**x— r^Ttt^L. (N- (4 

- {[7- (2-^n : £Xh + y) -6-* h + ->- 4 - + / 'J -2, 

— N' -If;^W7) U -7A 

(I38mg), ; E;l'* l J> (0.044ml) *N,N-^^f K (lml) 1Z 
Jg#LMTl8P$fBJtt#Lfc. Si^^-&^(C7K$ri)flA^DP*;UA-7'nAV- 
;U (3/1) TtttBLfc. W«l*fczK»Sfcf HJ9AT<S*U MEETig&fc 

@* l t# *> tifcsi $ * * □ □ ts>v a/ j* 9 j -jwemwr z hplc \z «t o ^ss 

U ^H©{b^^^72mg, JK$73%Tf#;t. 

'H-NMR (CDCb, 4 0 0MHz) : (5 1. 10 (t, J = 7. 3Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H), 2. 5 3 - 2. 5 9 (m, 4H), 
2. 88 (t, J = 5. 9. Hz, 2H), 3. 20-3. 30 (m. 2H). 3. 
66-3. 71 (m, 4H). 3. 96 (s. 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H). 6. 16 (s. 1H), 6. 2 
3 ( di j= 5. 4Hz, 1H), 6. 88 (s. 1H), 7. 35 (s. 1H). 
7. 40 (s. 1H). 7. 50 (s, 1H), 8. 38 (d, J = 5. 1Hz, 
1 H) 
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mmmi 7 6 : N-T4- ({6-pt H^->-7-f3- (4 
yp^^->1-4-^y Ujki **^> ~2. S-y^f^7xlM-N' -7 

IK** (N— {4-[ (7-tKD + v-6-^h + v-4- + /U;i') 
-2, 5-y^f^7i^H -N* -yotf;!/^U7. 80mg) 'J £ 

A (l38mgh 1, 3-/7D?yD/1> (0.10ml) £N,N- v*^;i/*;|/A 
75K (lml) l3}^L^fiTl8B#^»tfe. ^r^^t7K^DA, 
P*;i/A-^D/NV-;U (3/1) T'fc&aJLfc. ^iI^l7Mth'JC7AT 
ij&^U ^ET^&fc^l'T^nfcSi^ X-T-^TSfe^L, *F«g& (N 
- (4- {[7- O-^P^o^y) - 6-* h*->-4 u^]** 
->} -2, 5-y/f^7i-;W -N* -yakf;U^U7) *M#, 
0*B6#'J£A (l38mg), 1 -*^;H£<*55>> (0.055ml) £N,N- v 5 *^ 
*^7 5F (lml) K:8#LMTl8l5M«#Lfc. SJCffl^tttTKSJDA, 
£pp*;UA-7p/1/-;U (3/1) Tffi&ifiLfc. W«S*^7K«»±hU^ 
AT"f£*§U »ffiT»«l«£e*LTfcSnfcS££. x— r;H:zft#U sso 

'H-NMR (CDCh, 400 MHz): 50. 91 (t. J = 7. 6Hz. 3H), 
1. 5 0 - 1. 5 8 (m, 2H). 2. 0 7 - 2. 2 0 (m, 2H), 2. 12 (s, 
3H). 2. 23 (s, 3H), 2. 28 (s, 3H), 2. 3 3 - 2. 7 0 (m. 
10 H), 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H). 4. 00 (s, 
3H), 4. 24 (t, J = 6. 6Hz, 2H). 4. 6 4-4. 7 6 (m, 1H), 
5. 9 5 - 6. 0 5 (m, 1H), 6. 27 (d. J= 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 3 9-7. 4 3 (m, 2H), 7. 54 (s, 1H), 8. 
42 (d, J = 5. 1Hz, 1H) 
SS##Ht (ES I -MS, m/z) : 5 3 6 (M* + 1) 
gyggy 7 7 : N- (2, 4-y7MD7i-;i/) — N ' -f4- 
=E$/- 7 -f2- (1 H- 1 , 2. 3-h'J7'/-Jhl-#)lht'>1-4 
Z±A11A1 **±1 ~ 2 > 5-y^fJl^7xZ;H^U7 
HOft (N- (2, 4-y7MD7x^) — N' - {4-[ (7-tHo + 
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•>-6-^h+y-4-4/ l JJW 2, 5-y^^7i-JH V U 

7, 93mg) .^KA'J^A (138m g), 2- (1H-1. 2, 3-HJ7V- 
;U-l--f;U) X^;l> 4-^5=-;P- 1 -0-\t>7.)V7*1— Y (52mg) £ 
N,N-y/W^A75H (lm l ) fc»#l/80t:T5l*Ma#l/fc. K^fi 
£*jfc7K*inA» ^PD*M-^D/V-^ (3/1) TfcbtfiLfc. 

;UA/^^y-JUTSBB'T$HPLCt«kO«H!L. 8j|0fcfttt£33mg. 

'H-NMR (CDCb, 4 0 0MHz) : <5 2. 10 (s, 3H), 2. 19 (s, 
3H). 4. 01 (s. 3H). 4. 51 (t. J=4. 9Hz, 2H). 4. 9 
3 (t. J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J = 
5. 1Hz, 1H), 6. 7 5 - 6. 8 8 (m, 2H), 6. 90 (s. 1H), 7. 
36 (s, 1H), 7. 58 (s. 1H), 7. 60 (s. 1H), 7. 73 (s, 
1H), 7. 9 9 (s. 1H), 8. 08 (dd. J = 9. 3Hz, 15. 1 Hz. 1 
H). 8.4 1 (d, J = 5. 1Hz. 1H) 

mmmi zjjJH - (2 4- (r6-^ h^v-7- (2-^;p» 

ijyxh^y) -4-^^-'/'J_W^->) 7x_;i/) — n, NziL^2k$ 

U7 

(N' - {2-^PP-4-[ (7-th'0^->-6-^h+y-4-4 
:f-y*yx;U) ^+y]7i-JH -N, N-^/^;P^!^7x 80mg) ,ftK* U 
>7A (i38mg)> 1,2 -yyDW^ (0.085ml) SN.N-y^fWW 
75 F (lml) K:JS*LMTl8li#Wffi»Lfc. R«fi-&*»c**JnA. 
□ 7jvJl/A-7'PAV-;U (3/1) TttHJLfc. W«»**!l*«lES^ h U £ AT 
tt«U »BET»l«€:S^LT»enfc»SSX— r;UTift»L. *|BH* (N ' 
- (4- {[7- (2-yo^Xh + -» -6-* h+->-4-+t , /'J-;i']^ 
-2-£oP7xx;i,) -N, N-v^5 1 ;U^l/7) 4"ISH*\ ft 

B6*U?A (I38mg) , U > (0.043ml) ^N,N-y^f H (l 

ml) C8jSl/ifiT-»ll«iLfc. K«»*4fck:**llDA, ^PP*)UA-7* 
DAV-;U (3/1) TttajLfc. t«lt«*«ith>J9ATftiL, MJEE 
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'H-NMR (CDCh, 4 0 0MHz) : 5 2. 58-2. 66 (m, 4H), 2. 
9 0 - 2. 9 8 (m. 2H), 3. 08 (s, 6H), 3. 7 0- 3. 7 9 (m, 
4H). 4. 02 (s. 3H), 4. 2 9-4. 3 7 (m, 2H). 6. 97 (s, 
1H). 7. 15 (dd, 5 = 2. 7Hz, 9. 0Hz. 1H), 7. 24-7. 
26 (m, 1H), 7. 29 (s, 1H), 7. 49 (s, 1H). 8. 36 (d. 
J = 9. 3Hz, 1H), 8.6 0 (s. 1 H) 
K*##H! (ES I -MS, m/z) : 5 0 2 (M*+ 1) 
gfllfly 79 : N' - (2 -gpq-4- U6-;* h^->-7- 
'jyyh^-» -4-=t i t'/'J:Mti|fyl 7i-Jl/) — N, N-y^;i/fr 
1x7 

JKft (N* - {2-^00-4-[ (7-th'0 + y-6-^h^->-4- + 
±yiJn;U) ^->]7i-;H -N, N— ^jWUtfUT, 80mg) jMtt^U 
£A (l38mgh l,4-^D*^> (0.12ml) £N,N-;x;WU*;i'A7 
SH (lml) K:»»LMTl8l^Ma»Lfc. KJ&K&ttfcrtfcjjDA. ttuu 
*)V1±-Zfurt; -)V (3/1) TfflaSLfc. #«Ji£&#fitB:f hU^ATlfc 
«JET»«Se*^T»6*lfc»**l-x;PT«flS»L. (N* - 

(4- {[7- (4-yD : tyh + y) -6-* h + ->-4-^^l/'J-;U]^ 
-2-i7DD7i-W -N, N-v^^;i"^l/7) *M#, 0*8 

#'JOA (l38mg). t;U*U> (0.043ml) ^N.N-y^f^Jl/AJS K (l 
ml) fcJgflPLMT?— *»#Lfc. S«g^«(c**Jnx.. i7DO^;UA--7' 

oa/-;i/ (3/D TisaiLfc. ^r«a**i7KaK±h>j^ATftj»u, mje 
T»ii*9S lt$ sttitss & * □ □ ? j -;uth§bi--5hplcc 

'H-NMR (CDCh, 4 0 OMH z ) : <5 1 . 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H), 2. 3 9 - 2. 5 0 (m. 4H), 3. 67 (s, 
6H), 3. 6 4 - 3. 7 5 (m, 4H), 4. 02 (s, 3H). 4. 21 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H). 7. 16 (dd, J = 2. 7H 



WO 00/43366 



PCT/JP00/00255 



- 159 - 

z, 9. 3Hz, 1H). 7. 26 (s, 1H), 7. 28 (s. 1H). 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1H), 8. 36 (d, J = 9. 
3Hz, 1H). 8. 5 9 (s. 1 H) 

mMMl 80 :N' - (2-£on-4- {r6~* h^->-7- (4-tf'Jv 

-4-^^ > /u_;h^->) 7x-;i/) -n, n-s^ 3Mi.fr u 

7 

IK** (N* - { 4-[ (7-tHD + ->-6-/h + ->-4- + 

:fV'Jx;i/) ^y]7i^JW — N, N-y^?;Wl/7. 50mg) ,^#'J 
frA (l38mg), 4 -^oa^^I/tT'J v>ig^ (49mg) fcN.N-vpWU 
' *;UA75 H (lm 1) K?§$LgSTl8f$P B m#Lfc. S^^#HC7K^iDA, 

^DD*;uA-yn/ty-^ (3/i) TttiiiLfc. mmm^m^m^hvo 

Jg^-r^HPLClCtO^L. MCD{fc£tl£37mg, »60%Tt#£. 
'H-NMR (CDCb, 4 0 0MHz): 5 3. 07 (s. 6H), 4. 07 (s, 
3H), 5. 32 (s, 2H), 6. 97 (s. 1H), 7. 15 (dd, J=2. 
7Hz, 9. 0Hz, 1H), 7. 26 (s, 1H), 7. 29 (d, J = 2. 7 
Hz. 1H), 7. 41 (d, J = 6. 1Hz, 1 H), 7. 55 (s, 1H), 8. 
37 (d, J = 9. 0Hz, 1H). 8. 58 (s, 1H), 8. 63 (d, J = 
6. 1Hz, 1H) 

JtM##Hi ( E S I —MS, m/z):4 8 0 (M + + 1) 

mmmi 8 1 : 2 - U4- (3-^00-4- u (y/f^s;) 

mm (N' - { 2 -^OD-4 -[ (7-fc KP + ->-6-/ h^->-4-^ 
^-yiJ-;U) ^->]7i^W -N, N-y/f;WU7, 50mg) U 
frA (l38mgK ^Dt^X^JU (49mg) ^N.N-y^f WM7$ 1^ (l 
ml) \z®ML£i&-VWftfflMWLtz, K^U^\z^1mX. £dd*;ua- 
7*o/V-;i/ (3/1) TteffiLfc #«JI£&7k^;h MJfrATft^U M 

aeto $ £ g£ l t f# b n£ & £ £ ? □ d * ;i/ a / * / - ;i/TJS pit s hplc 
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'H-NMR (CDCh, 4 0 0MHz) : 6 3. 0 7 (s, 6H). 3. 8 2 (s. 
3H), 4. 06 (s. 3H), 4. 87 (s. 2H), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H). 7. 18 (s, 1H), 7. 
29 (d, J=2. 7Hz, 1H), 7. 54 (s. 1H). 8. 36 (d, J = 
9. 0Hz, 1H), 8. 6 0 (s, 1 H) 

HMflll 8 2 : N' -f2-^DO-4 - ({6-* h*->-7- f 3 - (4-^ 
^-)V^^y ; yJ) 7 r D^^->1-4-^^-'/'J_;U} 7i-Jl/1-N, N 

JRf|. (N* - [2-i70n- 4-[ (7-kKD + y-6-^h^y-4-^ 
:hy*>J-;U) ^y]7i-;H -N, N-y7Wk7, 400mg) 
U^A (966mg). \,Z-V7u±-Juny (0.5lml) ^N.N-v 5 ^^*^ 
ATS K (5ml) t}^L^}STl8B#^»L^. afofg^^K^Dx., £ 

□ □^;UA-7*o/ty-;i, (3/1) TfflaiLfc. WfiSJI^i^^j^ h 'J 9A 

' - (4- ([7- (3-yD^D#**» -6-/ h^->-4-+^-VU- 
;U]^->} -2-^DP7x-;U) — N, N-v^^Utfl'T) £398mg, JR 
^78%Tl#7t, + (51mg), ^®tfJ'J9A (l38mg)> 1 - *5-)VYZ15 s J 
y (0.055ml) ^N,N-y^fWM7$H (lm 1 ) C*«LMT18RfH 

«#Lfc. RfSS£«K:*£ln*.. ^□□3j%;i/A-7*oAy*-;u (3/1 ) t$ 

aSftX-xJUTtt^L. SHtf>ft£tl£46mg, JR*85XT»fc. 
'H-NMR (CDCh, 4 0 0MHz) : 6 2. 0 6 -2. 1 6 (m. 2H), 2. 
29 (s, 3H), 2. 3 0- 2. 6 0 (m, 10H). 3. 07 (s, 6H), 4. 
02 (s, 3H). 4. 25 (t, J = 6. 8Hz, 2H), 6. 96 (s, 1 H), 
7. 15 (dd. J = 2. 7Hz, 9. OHz, 1H), 7. 29 (d, J = 2. 
7Hz, 1H). 7. 30 (s, 1H), 7. 48 (s, 1H). 8. 36 (d, 
J = 9. OHz, 1H), 8.59 (s, 1 H) 
KS##tM (ESI-MS, ra/z): 5 2 9 (M + + 1) 
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mmmi 8 3 .• n' - {2 -^pp-4-r (7- o-r (2-bHa^->x5 l 
;u) 75/i7 , ptf*-» -6-* h^->-4-^^-yj-;u) ^->i 

7xZJH -N, N-S^^JUfrl^ 

H** (N' - {2-£DD-4-[ (7-t b•^*->-6-;*h + ;>-4-^r 
:hV' ,, Jx;^) ^y]7ii;H — N, N-^^;P^U7. 400mg) 
'J£A (966mg), hZ-it-fU^z-funy (0.5lml) £N,N- V^)V^)V 
A7HF (5ml) £»A?L£fiTl8l$ra»#Lfc. SriD A, * 

uwfc)V&--?unj -)V (3/1) TfflffiLfc. ^«H£*IS*IfcB6:J-HJ»7A 
T*£»U «jETJ8Mt*94^T»6nfc9**x-T-;UT?«s»L» +W# (N 
' - (4- {[7- (3-^D^D#*-» -6-^h + y-4-+t 1 /'Jz 
)VY** : s) -2-^D07i-;W — N, N-^^^;l/^l/7) £398mg. «R 
*78XT*fc. + Pp1ft (51mg), ^R*U^A (l38mg). 2- U3MI/75 7) 
x^y-;l^ (0.040ml) *N,N-5>;WI'#;kA73 F (lml) (CMMFLM 

Ti8Btp B m^Lfe. s^s^ttCTKSJPTi, ^□□*;ua-7°dav-;u (3/ 

1) TttHStfc. W«S£&*S&l£:fMJ£ATl£i*U *ffiTi£&£e56LT 

'H-NMR (CDCb, 4 0 0MHz): 62. 0 1- 2. 11 (m, 2H), 2. 
25 (s. 3H). 2. 52 (t. J = 5. 1Hz. 2H), 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s. 6H), 3. 57 (t, J = 5. 1Hz, 2 
H), 3. 98 (s. 3H). 4. 23 (t. J = 6. 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 24 (d. 
J = 2. 7Hz, 1H), 7. 31 (s. 1H), 7. 44 (s, 1H). 8. 3 
1 (d, J = 9. 0Hz, 1H). 8. 54 (s, 1 H) 
MS##HI (ES I -MS, m/z) : 5 0 4 (M + + 1) 
%ffiflU 1 84 : N- (2-^oa-4-([6-^ F*->-7- (3-hf^'Jvy 
7p#±>0 -4-^^- > /'Jx;i/] £jr>j 7xx;i/) - N ' -^^frUT 
N-|2-^DO-4-[(7-kh'D*y- 6 -* h*zs- 4 -M 

7i-JH — n' -tf-JWi'T (2. og) *n, n-s»^;u*;u 

(5 0ml) i:iS«U h 'J 7i-^ 7-f > (2 . 8g), ^'J->* 
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/7°DAV-;U (0. 9g). ylWyyAmx^-h (1. 9g) 
jQLfc. 2 #MMT?«#&» hU7xz;^7^>(2. 8g), kT^UvV 

ypAy-;u(o. 6g). yi^j'/^jw+y^-h (1. 9g) 
i?DD*w/^^;-^ (2o/i) -rjiPi-r5->u*y;i/^D-vh^7 7^ 

'H-NMR (DMSO-de, 4 0 0MHz) : 6 1. 3 7 - 1. 4 3 (m, 2H), 

1. 4 3 - 1. 5 3 (m. 4H), 1. 9 6-2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d, J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t. J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J=2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 55 (s. 1 H) 
IMtlrl (ESI-MS, m/z): 5 0 0 (M + +l) 

mmmi 85:N-(2-»OP-4-l[6-^ h*->-7- 

•?m$*~» - 4-*j-W-M ^-^->} 7x-jh -n' -xg2k$_kiZ 

N _{2-/7PD-4-[(7-kKD + ->-6-^ h*->-4-+^-VU-Jl/) 
^S/] 7I-JH -N* -I^£U7 (2. 7g) £N. N-v>.*5MI/*;i/ 
(3 0ral) CS/SU h iJ7x-M77^f > (3. 6g).tT^Uv 
/7*n/V-;Ml. 2g), ylW^J^+x^-h (2. 4g) £i£ 
iDLfc. 2I^RIMT88«i«, hU7i-M77^>(3. 6g). t^'JvV 
-fnnj—fr (0. 8g), yif^'/y^M+y^-h (1. 9g) 

^p^A/^^y-^ (2o/i) TJHwra->u*y;^D"7h^77-f 

-fc«k9**8U &m<Dit£®Z 1 . 5g, W4 2%T?#fc. 
'H-NMR (DM SO- do, 4 0 0MHz): 51. 08 (t, J = 7. 0Hz. 
3H), 1. 3 8-1. 4 1 (m. 2H), 1. 4 7 - 1. 5 3 (m,- 4H), 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 
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6. 96 (t, J = 5. 6Hz, 1H). 7. 23 (dd, J = 2. 7Hz. 9. 
OHz, 1H), 7. 37 (s, 1H). 7. 47 (d, J = 2. 7Hz, 1H). 

7. 54 (s, 1H), 8. 02 (s. 1H), 8. 19 (d, J = 9. 3Hz, 
1H), 8. 5 5 (s, 1H) 

SMI (ESI-MS, m/z): 5 14 (M + +l) 
HMflll 86 :N- (2-^OD-4 - {[6-^ h^v-7- 

h*-» -4-^;'J;p] 7x-;u) -n' - (2, 4->'7^d7 

x~;U) frl^7 

N — {2-£PP-4- [(7-hHD^->-6-^h + v-4- + yj;i') * 
7iZJM -N' - (2. 4-v7MD7i-;i') £U7 (5 5mg), 
Ki^'J^A (62mg), 4- OUUU-M hTU^>m^ (2 2mg) £ 
N, N-y/^MMTSH (1ml) Hjg^L 8 0 tt lP^jf $ 
EETi§^^^LT#bn^^${CgS?PjK^7K^^ h 'J '^Kig^flnA. ^ □ 

UTf#£ft7c8l££X-xJUT?5fc#U M0Mb-&tl£3 5mg, JR^5 5%T 

'H-NMR (DM SO. 4 0 0MHz) : 3. 9 8 (s, 3H). 5. 4 1 (s, 
2H), 6. 56 (d. J = 5. 1Hz, 1H). 7. 04-7. 10 (m, 1 H), 
7. 2 5 - 7. 3 7 (m. 2H), 7. 4 7 (s, 1H), 7. 4 9- 7. 5 2 (m, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m, 1H), 8. 24 (d, 
J = 9. OHz, 1H). 8. 49 (d, J = 5. 4Hz, 1H), 8. 60-8. 
63 (m, 1H), 8. 81-8. 83 (m, 1H). 9. 30-9. 31 (m, 
1H) 

ftfi##TM (ES I -MS, m/z) : 5 6 3 (M + + 1) 

2i mm \z i2 m <d< t % m <d m 'M a t e k * $ n £ t £ o n $> * . 
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mmU&Ml : EL 1 SAfeSffl^5KDRU>EfeftEagj$<P«!l3g 

thKDR£h7>77i^ya>LfcNIH3T3 ^fflSS(Sawano A et al., Cel 
1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
h factor")£ 5 >*3.s<-?fo\Z&l,*T 1 0 %V vJ£f?jfilt!t£^irD 

MEMSi (GIBCO BRLtt^OlA) T 5 0 ~ 7 0 )VJL> h <£: 

;U^J^T/U — htd 1 . 5x 1 OWwe 1 1 tUZ>£?\zmmL3 7tTl%S 
#L7c. 0. 1 %2:>)£f?jfiim£^trDMEMig:&tc£&U v*3\U^;P** 
*> h* K*»a*fc*H»»**^x^K:*JlPLT 3 7 *CTMtC 1 ftffltt* L£. 

m**)>mmffi±m$m* (pH7. 4) ?r«fl:««tt (2 omM h 

EPES (pH7. 4). 15 0 mM NaC 1 . 0. 2%Tri tonX-10 
0. lOXGlycerol, 5mM HrfrYW'VMkirYWJ** 5mMif 
\s> 9 J7S.>4WBL21-\*WJx* 2 mM Na^PjO?) £ 5 0 m 1 ^iO U 4 

EL I S Aft-?^ >7U-fV-Y (Max i s o r p ; NUNCftcfc V ffix) \Z 
5jug /m 1 <£>JrE phospho-tyros ine ififc (PY20;Tran 
sduction Laboratorie s 9 ISA) £^trU >W£M*£ 
(pH7. 4) £ 5 0 1 iD;LT. 4t:Tllft»«LH«^*?f^fc. 
h*i!fcf£L-;fcft. yD7 + >i/I£3 0 0/i 1 SSJnLMT2RFM»fllL 
T^dy^^frofc. ±8B®a»fittmac*±*»L4'CTll!ftM 
Ltz. JaKD Rtrt^ W>2 >7 DJSfA) £&ttmM££d 

it, ^***>^-i?S»Lfc*a^^I gift* (77ytAtt 

«k0J»A) £MlfirHEJ£S-frfc. SfcfrisL ^;U*+*>^— (ft 

fcm#±fc%mn L-EJSfc±«>TT-f £ h >J -^-Ic «fc 0 4 5 0 n 

mtf)©7 1 cg£$J£L£. ^^SDii-rVEGF&^iDL^Ji^OK^g^l 0 
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i. 5* (i) <D{tG®£tz\$*n$<Dm¥mzw®Tgzi&*>L<\mmfQ 

Wo, 

r6 r9 r10 




c*7;hj*->S, c M 7;u^r-;i/S. c»7;p*=;WI, — hn*, £ 
fc«7$yg£^u c«dc m 7^;«, c,7;io^g, c j ..7^^--;ps 
fc«ktfCM7;M t =;i'*tt. ADy>jR^. 7j<&«, c w 7^3^^». c M 7;w 
n^f/^;u7^-;us, (co75ys©is&H2©**Sfii -tn 

•^n. c...7;i/+;ps (n©c w 7;wwitt*aai*ft»4CM7;i'34 t ^»k:J: 

O^&StlT^Tfcek^) H«fcOM&$nT^Tfc«kl>K *R"R M N-C (= 
O) -O- (R":feJ;tfR' J te, n-SfcttJItt-pWCfcJ: < , rtSRHH^fctt 

Cm7;WH (c:©7;wuStt*BSS*fcttc w 7;ni*y»c«ko«iftS 

ftT^TfcJ:^) ££T). *&tt»R M - (S) m- <R"tt, Cm7;WPS 
\z «k D * tiT ^ T t> ck iri ftf P £ fc fi^fif 0 o 3 ~ 7 M&SSat&g * & ttffi m 

r\ r\ R'^j:tfR'tt, m-$.rz\$mtz?T^Tb&< , tk^m^f. Aoy 

>W^F. Cm7;u^^S, Cm7;io*«>S, c»7)V* nhn*. •* 
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#-)vmv>7 )i*)vntt\$. /\Dy>if, c,-,7jH3*->g, 75/1 (7s 
y m a c w 7 )i □ * ->s <fc 0 $ nx v> t % «fc v > e ,. 4 7 ;u c J; D a& 

t «fc 0 nx t> ct < , 

R"W\ C M 7;P*;i'*, C^TJVirzzjlf^ C M 7>*HJUS (C,47W 

& c«7;i/y-;ps*«fctxc'»47;^-jPStt. ^ft^'n, /\oy>fififc 

ttC M 7;io*^£lCJ:0IItt;£ttWTt>J:frO, £fcteR ,J - (CH,> n- (n 
ft 0 ~ 4 ©SEft££ U R"ltm%l£tz\$^®ft<D 3-7 S^*5B^S*fcttfil 

*;u**fcfic.47;u34 i *>*n«k0BiAsnT^T'bJ:<, ft&©fiS?D* 

2. R\ R , 33«fctfR ,, j&«*3fcJK : ? t &3rt. lCIB*Ofl:^tt. 

3. R'^Kigf^SL, R , *ctZXR"©lri-rnj6^fettilW7jc^lMTO 

5. S(la) <D{b^Sfc«-5-n^©^«JfC^T#S«t)L<«?g^ 



R24 r27 r28 




<±IB5C+ . 
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fcn«R"- (ch,) p-o- (R"tt. Aoy>jRTF, *mm. c„7;io*«> 
& c M 7;m*^*;p#=;wt. 7 = yg (c©75y»©i ttzU2<D7^m 
ami, -ttt-^n. Cm7;wus (^©CM7JWustt*K»*&ttc«7;i/ 

33r$/g£J:t)Bifc£ttT^T&«fcU) l:«kt)HflSnT^Tt»«kVJ), 8R"R 
"N-C ( = 0) -O- (R u :fe±tfR u tt, n-*/t»4*&-3TV>T"bJ:<, ?Jc 

*jg^Sfcttc w 7^;« (c©7;p+;i'Stt*»8*fcttCM7;u3+^s 

fc«k0B&£*lWrt>J:H) SSt)> *fcttSR H - (S) m- (R"tt. C 
<7)V*)Vmz «k 0 g& $ ftT t> J: MS» Sfcte^FiSfO© 3 ~ 7 JHK»1R£ 
S*fcttfc*Pt£S&SSU rattOSfctt 1 pttl~6©8ft 
£Sf) SSL,, 

R*\ R", R 21 £cfctfR 3 H4, H— *fctt*fc-pWCt>J:<, tK^0^, ad 

Cm7;wus. c M 7*3+^i, c w 7;u*;u5 t *s, -hd*. 

££{47S/S£SU <&U R» R M , R"*J:lXR"aT*«**JR^ft*-rc 

*fc»4Cw7;wi'*;^=;P*t*L. c M 7^*^ai*fct4CM7;wi'*;u 
^-;i/g©7;^;ugi5»t4. Aoy>gf, Cm7;ps*^*. 75 ;i (75 

ySt4Cw7^3^vSfc«fc0Bift$nT^Tt>J:^CM7;l'*;i/SlC«k0«Jft 
SftT^Tfc J; *&ttfi»*fc»4Tfi*i© 3 ~ 7 Jttt*ai£££fcttg*Slt 

r"{4, c,^7;p+;us, c»7)Vir—Mbs c»7)i*-jm icu7)V*)V 
Ss c M 7;u^r-;ws*5«fctfc M 7;m i i:;i/*tt. ^-n^tt. Aay>i?*fc 

ttC w 7;U3 + S/»t«kO«tftS*lTV»Tt)«tVO ££{4R"- (CH:) q- (q 
ttO-^CSSSSU R , H4t&|DSfctt^fa©6MjK^^S^fcf4^^^ 

si^ii, ^©^*5B^s*5«fcofiS3)iai^:st4Apy>!g ; f. c M 7;u*;uai 

£jfct4C,.,7;UD*vS£«fc9g&SnTtr>Tt>J:<, *fc, fl&©<Sft*fctt^ 
«Sln©5afcl46S^5tl5!!*fcf41gS)f5!!tffi^Lfc-aH4T»^Tfc«fclrO £S 
T) 
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SR"- (CHi) p-0-£ST> «^I15 fc^m©<t^. 

8. R'\ R ! \ R M &cktfR <ht> l-DH)V\n^>m^^mt, IS* 

9. R'\ R ! \ R 1, &£lfR u <D&te<tbl?tfmmm?l£tci$7ymm? 

10. R'\ R\ R 25 *5 < kr;R :, (7)^< 10^Cm7;WUS^^-T, 

11. R'\ R J4 . R^ckC/R^S^-p^^S^U S0O2^« 

12. R'\ R'\ R ,5 £cktfR : '©^K £t>lo#- KdS, 757S, C 

13. R'\ R :, fccfctfR"#7K3£IC^£^U R"*V\ny>If > C„7;i> 

14. R"*cfc^R J '©M^*7K^II^^ST. 5 CEtOft^tt, 

15. R^itXR^n-rn^sfcttgg^j&tTKsRJK^^osss-r, 

16. X^CHSfcliNSSL, 
R J, i5j:^R"^SMCM7;U3 + ->S^L. 
R'\ R M &cfctfR J6 #7k^if^££U 

R"*v\Dy>j^^ c„7;mp^s. Cm7;i/=i^^s, s&te-KDg** 

U 

R ,, &«fctfR , W?Jc3&li§l ; ?-£&U 

r j t^ CwTju*;^. Cm7;p^t-;us. c m 7;u+-;ps (c,..7;Mt;p 
a, c J ..7;u^-;i/S^ e kixc M 7JU+^;i/Stt. -^n-rn, ADy^sfc 

ttCM7;m + vS»C«J;0S^$nTUT ! b«fclO (CH,) q-R" (q 
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17. X#CH£fcM:N**U 
R' , :fe«fctfR"##®&CM7;Un*S'S£gU 
R J \ R"*5«fc^R"^7|C^Ig^^^t, 

R M *«Aoy>®^. Ch/j^jh. Cm7;h3*->s, £fctt:iM3g££ 

U 

R"*sJ:tXR ,, OV»m^*fcttP5*****iiC : f^©S*SiL. 

r"^\ Cm7JM^S* c m 7;p^t-;p*» CmTju^^s (c m 7;w 

ttCw7JU3*^SK:«t.O«lft*nTWb«fclrO Sfctt- (CH,) q-R"(q 

tto*fctti©B&»££U R M fiADy>^ Cw7;u+;PS*fcttc w 7;u 

1 8. X*«CH*fcteN£&L, 
R»*J:0tR ,, *«*KSICw7;l'34 1 5'S*SL. 
R'\ R IJ £,£tfR"^7kliI^£3lU 

R"jjtADy>jgf. c,.7j^^i, Cm7;u^**>s. sfctt-hn«*3E 

s, c M 7JU^-Ji/S*«ktxc M 7;i/+-;i'Stt. -tn^tu Any>iic«fc 
ttCM7;p3*->s^«fcO«Si*nT^Tt>i^) s/ta- (ch,) q-R" u 
ttostiiiosftssu R"ttAoy>if, c,..7;i/^;us*fcttc,.,7;i/ 

g£Srf) 5 K:SE8c©<t£&. 

19. X#CH*fcttN**U 
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- (CHi) p-0-£SU 

r>\ R v &&ztR u rf7mm?*£i<, 

RW\Dy>F, c»7)v^)m, Cm7;uh^^s, sfcHthags^ 
u 

r m *«, c M 7JW*;i/«, c m j;^z^s, CmJ^-jps (c^j;^^ 
c M 7J^-JH^<ty:c„7;^-;n[i -en-en. /\ay>m^tz 

\tC,.,7jm^FzymiZ^r)m^nr^Xh^) ^1tit- (CH,) q-R 51 (q 
tt0*fcl41OSftfc8L. R H ttADy>JK : f. CM7;^JHSfcliCw7^ 
n + ySlCiOii^nT^Ttit^i-M, tf USUI'S, *fc»4^-7^;W 

2 0. R^^MCJ^D + yl^IL, R'^SR 11 - (CH,) p-O 

2 1. R^ 7571 (d(D75/S0lS^«2<D7j<^^W. 

^Tfc«fcH). £fc«gR"- (S) m- (R M tt. C w 7;i/*;i>gK:J:t)*&£ 

* s ^ « c m 7 \z J: o m& $ nx » x t> «k =k i^»*js( w 

U mliOT'fe^) ££L, p*U~4©SftSat. »#E 1 9 Sfcfi2 0 \Z 
IBife©{fc£^. 

2 2. p*UT*5, tt#Sll 9~2 1 ©t»m*>— «fcEtt©fl:^4fc. 

2 3. R 1 *^ SR"- (S) m- (CCTR'U C„7;M^l/glC «t 01 
^^tlT^Tfecfc^l ^fc«2<i©g^ ; ? : $^O^t§fP©6Mii^^^^^ 
U mttOT^^) Ht#El 9~2 1 ©^Ttl*>— 9IK:IB«©fl:^*. 

2 4. R 5, #. SR"~ (S) m- ClTR'll C M 7.MrJI'S£J: B« 
ffc$nwCt>«fcV> l ££te2f@©g^II^£^tj;Ft&*n©6M}iJ^3:g£^ 
U mteOT"&5) Sgt. pi«lT*5, il*^ l 9 ~ 2 1 ©^"f ftfr— JgfC 
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2 6. X*iCH$fc«N^U 

r " £ «k r "© ir > i* -xmrnm c , , 7 ;u 3 * ->g *a l . ^ a«s r " 

- (CHj) p-O-^L, 

R'\ R !J &£tfR ;6 #7fc^Ii^£^U 

R M y6VNDy>^. c,.,7;i/+;i/*, CM7;m+->g, £fc&-hng£ge 

R £ R '*© Vi-fn^ £ ttM^^7jc^^TO^ ©2£^L., 

r"#> Cm7;u*;ps, c : . 6 7;i^-;i^ c M 7;u+-;us (c,. 4 7;wi/ 
& c M 7;^-;ug4j.fctfc M 7;u*-;hS«, -tti-Fn. Any^^fc 

ttCM7;pD + ->*C«i:011iASnTlr>Tt>«kVO £fc&- (CH,) q-R" (q 

2 7. R"**#«tftCw7;p3*->ai*aEU. R )! ^SR"- (CH,) p-0 

- S^-T. §it*JS 2 6 £B*fc©fl;£tt. 

2 8. R 3I 7^ 7S7S (C©75 /S© 1 *fcfi2©**^«. 

^Tt>J:V»). *fcttSR"- (S) m- (R"tt, CM7;i/+;PStc«k0fi^$ 
ttWrfeJ:^ 1 ~4eoS*iR?S^tr«S»Sfcf±^«SjBi©5M3R5!!SC«, 
*SVJttC w 7;P*;i/aftJ:0«tft*nT^Tt)«klr»g3RJK ; ?*J:^K3(?J® ; f^ 

e^iiR^ns i ~ 2 ewsajs^s^trfisfpsfctt^fisft© 6 M$a3££&$ 

U mteOT'$>2>) £3tU p*«l ~4©8»£S-f, 11*11 2 6 Sfcti 2 7 £ 

2 9. p*»lt»4, M$92 6-2 8©V>f *l*f-9ll:EtOfl:**. 

3 0. R'W, 1R"- (S) m- (Z. H7?R M {i, C M 7;WHl:«kDi 
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U mte0T&5) »*^2 6-2 8 ©nma>-SK:E®©fl:£fc. 

3 1. R 3 '^ IR"- (S) m- CiTR'U CmTJM^SIcJ: OH 

I3*©fl:£4&. 

3 2. R'WH&SnWTfc.fc^fcf'J 5?;UT**H*5I3 0*&tt3 1(3 

3 3. X^CHSfcttN^L. . 

- (CHJ p-0-£^U 
R J \ R*£«fctfR ,t J&<*3!5JSC : F : £*U 

U 

R^tK&HC^SSJU 

r"^. c,.i7;u+;PSs c M 7;w4m;p*, c 24 7;u^-;ug (c,. 6 7;u+;> 
c«7;i/dr-;ws*«fc^c M 7;i'*-^Stt. ^n^en, /\atf>j%?£tc 

tiCi^^^ + ^SJCfcOMtftStlT^TfcJ:^) (CH 2 ) q-R" (q 

3 4. R'^^llC^^n + yl^L, R^IR 1 '- (CH,) p-O 

If ^ 3 3 JClB*©{fc^tt. 
3 5. R'W, 7K^S. 75 (u075yiOl *fctt2 ©rtJfcJKTO, 

^nzti. 7KKSfc«kos^$tiT^Tt)«t^c,.47;p+;i'St«tosjft$tiT 

HTfeJ:VO. £fctt£R"- (S) m- (R M te, C w 7;WP»tJ; 9fi&£ 

^•5v^iCM7;u+;ust=toM^$nx^T : bJ;^^^^ e fcix^^i L ^ 
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U m«0T&3) p#l~4©Kft*g?\ »3&g3 3 3 4 II 

fem©ft£$&. 

3 6. p*«im IS#^3 3-3 5 9UcE<fc©fl;£tt. 
3 7. R J, ^\ SR 14 - (S) m- (uuTR"ll C w 7;P*;l/SK:«J: Off 

U mttOTSS) £3lT, |$93 3~3 5©V»T*l*»— *ll::fE^©{fc£#j. 
3 8. R"#, IR"- (S) m- (CCTR N fi, Cw7;WU£K:«fc DM 

L, m«0T&3) ££U P*UtS5, 3 3 ~ 3 5 Wftlfr— m\Z 

IE®©fl;£#>. 

3 9. R M ^M^^nTUTt)J;^e'Jv;i/T-^5If^3 7££te3 8 fC 
sBic©fl;£^. 

4 0. X^CH^fcliN^U 

- (CH:) p-0-£3EU 
R a :fe«fctf R"a<**IBC*£3i U 

R ,, i3«fctfR ,, av\oy>j§i^, c,.,7;wi/S. c.7;io*->g. £fctt= 
r"^ cjmm, c i ..7)Vtr-jvm. c»7;u*— (c 1 ..7;p^;i/ 

ttCw7^3 + S/SK:«J:0«»$nTl>Tt»J:H) Sfctt- (CH,) q-R"(q 

s^set) &*-r. it #e 5 tf2«©^i». 

4 1. R^^ftiCJ^D^yl^IL, R !! ^SR ] '- (CH,) p-O- 
4 2. R 5, 75^ 7K^S, 7$yS (C©75 /§© 1 *ifctt2 ©rtSSEi^tt, 

*86S»c«koffjft*nTir»Tt>«j:^CM7;^;usc«koisift*nT 
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^Tt>«ktr>), SfcfiSR"- (S) m- (R M te, C w 7;P*;i/SC«t»5«JftS 

**v»ttCi.47;wi/jifc«ko«jftsnT^T , b«fcVia*jic««kOT*fflCw 

U mttOT**) SSL. ptf l~4®Sft&St\ »*3S4 0 *fctt4 1 C 

4 3. p*»l *?•**. .§"f3*"l4 0-4 2 OV»rtl*»— aKB«Oft**. 

4 4. R"*», IR"- (S) m- (IdTR'U CmJ^SIcJ:*)! 
iftStlT^Tt>«k^ 1 Sfc(i2fi^^lii :: <&#tf^Ftgfn0 6Mlg^^g^^ 
U raliOT^^) Sat*. BM^EM 0-4 2 Ofr>t"ft-fc— "BfcE*©^*. 

4 5. R"j&«. SR H - (S) m- (^uTR'U C,a7;^JHi; «fc DM 
M^nT^TfcJ;^^ i S^«2<l©g"#^^OT^?D(D6M^"lSC:SS^ 
U mttOT^) -&"SU P^1T$5, ffi~&~J(4 0 ~ 4 2 CDVi-Tn^— JflfC 

4 6. R"1)m&2nT^T>b&^W i?)W$>2>ft&lM4 4£fc\t4 5(1 

4 7. TiB^6^^i^^^ii^$n^{i:^-fe-t«^ne,©-i^{ci^T 

(1 3) N- {2-9UU-4- [(6. 7-y^h + y-4-^;U;W 

7x-;n — n' 

(5 1) N — (2-?00-4 - {[6-p" b*is~ 7 - (2-Wj;xh + 
v) + 7x-;W -N' - (2, 4-y7^D7iZ 

;u) ^u-7, 

(6 2) N- {2-£DP-4- [(6, 7-v7h^-/-4-WJ-^) * 
*->] 7x-;H -N' -7"Dtf;i"y*^7. 

(76) N- [2-i?UU-4-[ (6, 7-5*^ h*S/-4-*^- 4 /U=;W 
t*^7i-JH — N ' -X?\>l/£l/7. 

(117) N-{2 -£DO-4- [(6, 7 -y^ h + *>- 4 — 
^-4-->] 7x-;U}-N' -^;U9U7> 
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(119) N- (2-7DO-4- ([6-/h+y-7-(3- ; EMijy^o 

4 -M 7i"JW -N* -yot;^l/7. 

(135) N- (2 - {[6-* h*->- 7- ( 3 - 'J i?y 7* 

□ #*:/) -4-*±VV-)l]**~» 7x-)W — N' -7*OfcT;i,£U7, 

(142) N- (2 -£PO-4 - {[6-^h^->-7- (3-fcfU^;Mh 

*:/) -4 -^y »j;U]*+->} 7x-;u) -n' -7Dtf;i^i/7. 

(143) N— (2-^DO-4- {[6-*h*i/-7- U-tf'Jv^Mh 

-4-*yj;u]^->} 7x-;w -n.' -7DfcfjP7i/7. 

(144) N- (2 -£OD-4 - {[6-*h*v-7- ( 2 -^P* U / x 

(145) N-[2-^DO-4- l(6-^h + y-7-[2- (1H-1. 2, 

n* -yntr;u^U7, 

(146) N-[2-£OD-4- (7- {[2- ( 1 H - 1 -< 5 W) )V) X 
h + y]- 6 - / h+y- 4 -^y 'JiW ^->)7i-^]-N' -7ntr;i,7 
1/7. 

(148) N- [2-7DO-4- (6 h=£->- 7 - {[2- (4-*5S>Hf 

KyiS/) ih*->] -4-^yj;H 7xx;i/] -N' -yot:^^ 

1/7. 

(149) N — (2-7DD-4- {[7- (2-tHo^ylh^-» - 6 - 

> h+->-4-+/ y;^:**^) 7xx;u) -n' -7Dtr;i/7i/7, 

(15 1) N— (2-^PD-4- {[6-/h + y-7 - ( 3 - ^1/* U y* 7* 
-4-*J 7xXJP) — N* -7*0^71/7, 

(152) N-[2 -£on-4- (6-*h*->-7- {[3- (4-*3MHf 
^7iV) 7 , D*+y]-4- + ;UJH 7xx;U]-N' -7'u¥)V0 
1/7, 

(153) N-[2-^7DD-4- (6-^h + ->-7 - {[3 - (1H-1, 2, 

3- h>J7V-JI/-l 7a#+^]-4- + yj;H ^-^-» 7i^] 

— N* -7"Otr;U"7l/7. 
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(157) N- {2-*DD-4-[ (7 - {3-[ 

75y]yo^+->} -6-* h*->-4-*/ u;w t+->]7x-;n 

-N' -7*o 1/7, 

(15 9) N- {2-7cm-4-[(6-*h*~>-7- {[5 - (1H-1, 

2, 3- HJ7v*-;u- i — r;u) ^>9 t ;i/]**'» -4-*yy;w **:/] 
7i-;n - n' -7*Dfcr;i^i/7, 

(160) N-[2-^DO-4- (7- {[4- (1H- 1 — f5^l/»j;W 7" 

h+->]- 6 h+^-4 u;h 7i-j|/]-n' -yntr;u^ 

U7, 

(162) N- (2-7DO-4- {[6-^h + v-7- (2 -^jl/zfr'J ;i 
-4-*^-»/'J=;i']***>} 7x~;l/) -N' - (2, 4-/7W 

"7i/7, 

(163) N— (2-7DD-4- {[6-/b^>-7- (3-^ijy7 

□ -4-+^-V'J-;i/]^v-} 7i"W -N' - (2. 4-y7^ 

^□7x-;iO >?l/7. 

(164) N-[2 -7 n □- 4 - (6-^f + ->-7- {[3- (4-*J-)V\Z 
^7yV) 7*d#+x]-4-^^V»J-;P} 7x~;i/]-N' - (2, 
4-77MD7IZJW 7U7, 

(165) N- {2-7DO-4-[ (7 - (3-[ (2-k HD^yXfjb) (* 

;H -N' - (2, 4-y7MD7i-W 71/7, 
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